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R 3 
R 4 

(°)n 

R 'ti, »nY>9ft--?ll&2tiX\>*X{> J:u>ft«7fl>*;uifc(i7';- 
- Z - R 5 

;K ->^nr;u4rju, 7';-/u, r )ir )v*>\,$fcitmm : RjX:&$: ; Z(±. 

HESTER I^?nti^UvW^$, Kn+->;pgT-E^$ti-C 

g£ ; R '£5«ttfR 4 (i, ra-$fcii*&o-c\ fcmm** Aoy>^ ( vt; 
7vK&, -hng, ftSSftTwCt J:n7$ y»» «»SiiTv»T *> J: 
fi$SS*iTv*Ti J: v»fc Kn**>/pa£, 7vrt/£i, 7)^ + 

TJU + ;uf- + , T )V *r)i7>)is ~j i 7 ^ + ^ 7. — ;i/ , 7;u + ;pt.;u+ — 

7J^^XJkt-/l'7;y ) 7*->V, ^7-vV, 7';-;i/ + + ->, 
->^D7JU + ;U, * JlMt-f JU, X)H7{'fJK 7A' + «'7;y i 7v>l'7 ■ 
**-*n, 7* n + ->^+-t'J ;K 7)^4vt*t l J^7?/, S^JH^ 

nti, 0, l itzlt2 J 

T-^b $ *i* tf 7 x - ^ m%fc t tz It Z J: O^n <b £ $G+ 2> C 0 X - 2 




WO 96/26921 



2 



PCT/JP96/00499 



OX) *>|fi#ftfflK*-=K 7'o^^^9>v> (PG) «>&fcJfcffi*flsfliT**o 
v>x.*o :oC0XW7-fVfUaTC0X-2 (ft*aii, cox 

_!t§tL/:) **jiv,>*f*ftfc« -r*fr*>, cox- us, «*B*-e***5u 

14-36 It (1995*) ] (Nature) , g 367 8215-216K (1994 

*) ] o 

[1] <nit£®}*fzli*<r>i&i)\ COX-2i!MR»IB£iS14**rU 

y*A,*-JK»-L<li7n-f**ft f Ottam * * * - * * *> 7 v /u * 
t ; 7->*7;/£fc(i, **s*t*a 7tf*75A 

*ij|,75;iJj:WJ ^7;;4^J:HC M0 7 -> *7 5 / I 7 'J - 
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fcAlf, /ffl', if-*, n-7°nfc°;K ^vynt')K n-7*ffl/, sec-rf-*, 
-fy^f A', wt-^f-JK ^7*^;uis itf***-^****) 

5 *f- *f-sJ\ i n-7*OlfJUf-*\ -fV7*D^JUft, n-7*fJI/ft, 
^ vyf-^f-jj-, sec- 7*?- ^ tert-rf-^f-t, > f- JU :*\ 

;ux;i/7 <c — ;K n-7*Dt';^^7Y-;K -f v 7"d fc:;i/X;U7 * .=.jk n - 7" 

10 -f — JK vrf-;UX;U7 Y-;U % sec-^f-^^^^ teit-7' 

-f — ^>fii'7;i'7^-;i' < ->;u^^7 -r — /k ■^■/f-n^x 
;u 7 y - ju is X Xfir 9 + * ;u 7 y - ;u * jgfflft S £ W frlif&R C M0 7** 

xf jl/X^-t-JK n-7"Dt , J^^t-JK >f V7*d n-7*f- 
15 ;i/^;^t-ik 'T V7*f-;i'X;u*— sec-7*f-;ux;w*ji;u, teit-7*f-;i/X;u 
^>f-;w* ;u*x;K ^+->;l/ A;i/*x;K /\ 7*f- ;P X ;U * - )l a X Xf 
jl-^f-iu ^ESM*i*:li5M*SM*C , 10 7;^;^;kt-^$^ ; 

XJb*— A/***> % n-7 , Dt';PXJl.*-Jl't^v, 'f7 7 , Dl:;^;i/t>;;bt 
20 n-rf^Xil'^^t*-/, yrf^XJ^t-^t + y, sec-7*f-^ 

;uu * x ;u * + -> , ten - 7* -7- ^ * ^ * — )V * ^ -> , > ;i/ x * ;u * * > , 
A+vJ^j^-^t + v. ^7*-f ju X ;u*x ;i> * * v±5 «£ J/* ? ;u x — 
)\> * * v fc t'Oili^ i /"j lifrftiJltt C ,. 10 7 ;u * ;u x ;u * - ;u * * •> g i ; 7 
)^j^jkt-;i/7 S /Stli, /jtxJi', ^ f^x^.t- ;P7 5 J % 

;u7^y, tert-7"f-;ux^*— ;i/7 ^ y , ^>f^x;i/-t-^7? ; t ^^->;u 
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tztz.l£. 7»;>K 7*0 ^yyo^jK r-r-;u % 

-f v 7r - *>£ J: ^ > x - n, ¥<r>mjm.& I C „ T ju *r - * & 

;K 7*-rx;K ^vyt-Jk ^ > f - ;u , ^3--fcx;K ^7°-rx;i,;fc «fc IT* 

/jtx.tf, > h*->, i^'A n-7n#*> % ^y^n^-/, n-yf*y, 

4 sec-7*h*->, teit-7*h*v % ^f-)^f>, ^**> 

^ 7* f - * * * y is «fc EF * * f - * * * v 4 fc'O umtk i>L<lt C M0 7 ;u 

10 h * -> ii )V **- «fc £>V n * -> * * ;u & f OjgiHK 1 1 < (i#ft£ill* £7) 
C H 7)^)^ + vWt:-JHi ir^T^ + ^liii, fctAif, ^>->*>K 
■>'7i-;Mf^ h V l-fr is £W7 3.** n,&& £0)7 a>C 7;u*;ug£ ; 

15 K&7)U*)U&tli, tzbUlXs xf;K n-^nt:*^, <yy D ^, n 

-7*f-;K sec-7*f-;K 'f yyf;K teit--r^;uiJj:^>^;u^i:'<73EII^t 

20 tt<7)C ljT'^ + vI?: ;1I*lll5fcfc'ili, tzbjLlI* 7-fc'-7-->'x;K fxi*, 

;u> 'fVt^f/'J^K 7 7f-)K tin 'J ->*x;K t*D>;x.>K 4 
-f **V'J-ji, % ii^VJ ->'-;u, kT9-/'J-^, 1,3.4-* 
7'/ 'J*, 1.2,3-f7'/'7yU, l,2,4-f7y'7'/UK 1,3. 
25 4 -f7->'7'/'J^, 1.2.3 - HJ7'/'JJK l,2,4-h l )7'/'JA', f h7 
V'J jk f 7 h 'J7 v*V ;k t: if v ->'->K t: U ^ ->*-^, t: 'J ^y x 
/K ^'Jy-JK^^v-iK b'-7-^, *;u*'J-;K l,2.4-h'J7y 
^>y*f-xx;K t7ffx;^ ( ^>*/7«;jk 4 vO'/7'Jjk ? 
d>x;k >f>K';v-JK -fv^OK'^K ^f>K';;u, 7* 'J 
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ok'J-;k >f v-f > K'J-/u, ^> h ryot? v;k 

TVT'/uV 'J ^v-;u, h «;r*/ntr 'J ^>X4 > ;u % ^> 

Xf-T'/V/U, 1,2,3,4-f f>7kKn^yj;K ^^7n.2-b] [l. 
2,4] h'JTv-^J:^^'; ->'-^«:fwJ:-5&at»jj[^ % J: 

£-«^3£5$& 1 ; $m m&m&£. tztx. if % f u*) jvij iv *' 

— ;u x fcfn ij v- t: ^ »J ;U * ;u , t'A7->'-;i, # 

— jk f-**^*'; -/u*/u#-^ % + y »; * ;u * ;u *' 

— >K fl>7l:KD^; i ;-;i'*;i'-t--;K f F^tKn-f y + yij-;^^.-); 
->K * ->'-;u*;u^'-;u, fT'/'J*****-*, fF7-/'Jji/*Jkf 

A, T-^-C{> J:v*5 1<> L< (±6111, 

v * ;k n-rh+y* JK -fv^h + y* sec- "7 h*> 

* ;u - ;u , ten - T h * v * )i ** — )V & X if ^ > f - >w * * -> # )i> *' - ;u & £'<7) j£ 
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n-T'f-A'**'*-^ ^ V "/f - sec— "/f" ^ * ^ * 

- 1V % tert _ ;v x ;u * - iu is £ ^ > f - * * * * - ^ * £'<£>Ef)!#: fcL<li» 

-7)\,*u*+)V, ?DD^f;K 7n*;<-f-;K v^dd^ik Mi7^to 
y-f-;!/, h'J?DD^)K ^noxf jv, -^onifJK h >; ? o nx-f- ;p 
iJ:^oD7 p Dii , )Vii:*WMDr/-C ,.,7^^^^^ ; ft® 7 >H3 
7;u*;i<&i:(i, *b*->>f->u, i^^f^n-W^ 

f-ju, * |>4->if ^fcJitfx h+vxf ;ufci:'?)C M 7Jm*->-C M 7** 
; **tf*vi&«7n,*>u*fctfu fcfcxif, *;^' + ->^f^. 

Kn*vfiift7;u4r;u*kti, tz£*.li* kKD*->yf^, tKn^yxf* 
:fc«fctft: KD^v^t'iit'^li Kd^v-C u ,7^*JH£fc ; 7 ^ /M7 
***«fcti, fctitf, 7;^f*, 7 < y x-^u*J J: IfT I J ?v M ;u * 
^ 7 5 y _ C l4 7 ^ * 1 1 ft»7 /U 3 * "> * **- «7J^JHkli, 

««7^y^fctiv tkitf, ^D^3S^7$yi3J:t/T^fDc7)i8^7^yS^ 

-/f;K 7W5 ;>-i-^ju, fn>;->'>-i-^k h'du>-i-^jk 

* ft« * fc 3-7*Oi«75>'«;'f^'/-*'-l-^. 

'f;f7'J->'>-l-'f*. ^^/^-l-^K fv/'iv^-l-^^ 
\£«1V>-1-4A>* l.4-vtKDt'7y>-l-^K 1.2— I/tHo* 
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- 4 )l tt £<7)m%% * 2 ® £ *T1" Z> t&fO t tz li^lgft^SI^ 3 - 7 <7)3fri* T 

1,2,4- h V 7-/-JU- 1 -<f/K 1.2,3 - h 'J TV-*- } - >f ;K 
1,2 -vt KD- 1 .2.4 - h 'J7->*>- 1 — 4 H Ko-S- h 

5 7v>- 1 -Y^fc t^g^S : F3iiW±$r#1-il&f0i^:li^fn^^3 

>OK ***>;y\ l . 3 -**-*VJ •>*>- 3 -4 )\>. 7 v; *>' >- l - Y ;k 
4 v f- 7 v>- l -^K ft^i^tgy, **fttfl'* , j>-i-'f 
is «t tfl . 2 , 4 - *7 ->*7 V U > - 2 - Y irolMWM:Kt^ J: 

3 - 7 %<nmik7 < y & ; 4 v-f > KU >- 2 -Y >K Y > K'J >- l -yjk 
lH-'f yyv-*- 1 ■/»; > - 7 -Y fr&XV-r h? \l Kn*y >j > 

- l -Y ;u&t*?)|&*Qi 7L-ii*l&*oc7>2 -Z^<r>mkT\ ; awes- t 

■tfXfc'n [2.4] ^V*>- 5-4 /K 2.8 -v'7-»f fy?o [4.3.0] J -f 
15 >-8-'T;i', 3-7f t'v^n [3.1.0] 3 - Y /K 2-**-*- 

5,8 -V7*f\£*/9 u [4.3.0] -/■*->- 8 -Y/K 2 . 8 - > T-f X tfo [4. 
4] y^>- 2 -Y *£ «):# 7 -T^fcTv* n [ 2 . 2 . 1 ] ^V* > - 7 - 4 )V & 

t'cnxen^i fciiaBtt^ofifnifcij*«&in*>5-i2 *<7>^l*7 = yg£ ; 

-20. A+<>/i ? 7s>'v.A^f^7^, yVf^Tiy, .i/if^7?/ v -/'a 

*v;u7 * j text/* f^xf^7 5 y fciro^y J Xriiv-C mo t/u*>t < 
s&Z ; M7 ;U7 5 y&£(±, > f-;u7 ^ y , xf^7 < y , 

7*0^7;;, yVf*7;/, y'xf )l-7 ; ; fcit;^ f ^xf ^7 ; / ^ 

irw-t y J fciiv-c ,., t/u*/uts ; i&m7)V3*is4 < /gtii, 
25 fcittf, > vY * / vY * J £<DC K ,7/HJ*-> 4 I / g 

Z ; ft«7^*;i/7 5 /i£li7;^;Hi:li ( >f^7;y^fiK 
^f)l,7<yxf;K xf Jl/7;/^f ;K *1-fr7 $ ~fu\£)V7 
= yx?-;K y>f ^7<y^fiK v'xf^7;;^f;K ->'xfjl/7;/x 
. f-JUjs J: JUT* /yoi:;i,^J:'^; £fcliv*-C 7***7 
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>; J: tfx A^fr £:'<?> C ...oT^ + ^t + v^+^U ; 7jU3*> 

t*t'J^7; tit Uli. * h**»J*7$ StoXV^h*-**) )IT 

z/tttwc M0 7* jut $ s&tzix-rtimto 

7*3**>*^sK— *36, 7v^I, iJ fix** 7'J-;U^, y?37^ 

ft« 7 ft&7;Hr;ux>u*^;i^ 'MJ*vftift7Ji/**£. 

fg;jft7;W3 4rv®iS7;u^;u^ «i?nt^ttJ:v»k: Fd^->M17^* 
&m.ZtiX^X <>«U>7 ^ yfi«7^*^» (£«7;u:3*->a*;tf.=.;H& 

Z tljottS a tztaii. 1£«7>u**£j3j:ir7«J-Ji^$: 

^Hfc^T, Kn J: tffc Kn*vftj&7rt'4;ug<7)l£li&t L 

Dt^>->'^t^v*^*-^, 4 h + v'O v^**->*)U#-;u % 3,4 
n#*->*n/+'-^, <vw**v*^^ ->* 7 x ^ > h * -> *> >u +' 
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->K 2,2,2-FnDOxh^v***'i;K 2,2,2- h 'Jrn^xf+v 
ftjlr^jW, 2- (HJ^'f^y'JJl') xh + ->*^*-»k 2- (7i-JUX 
xRy*^'-JK 2- (MJ7iX^*x,t«-t) xKviDb 
2 -7^7'J ;w**vrt 1 -7 y-7>J-)Vt*risij 

4-xF+-/-]-t7f)^^fy*;l'*'z)K 8 / 'J >U* + v * )V *: 

— T-tf-A', ^DU7-tf;K y^nDT-tf*, H 'J ? n d t 
-tf-;p. b 'J 7)1* D7*f;V, > h + ->T-tf-;U, 7xMy7-tfJK fc'A 
n>f ^J:0 f ^> '/-f^ftW'/^i ; iert-7*?-JK 2.2.2 - h 'J 

io ?nni-7-A/£j:tf 2 - h 'J Ji/xf^ft^fiayfl'*** ; 7'J ;u 

^^fi^7;^x^i;^>y';K p-^ h*->^>v>K 3.4 -*J * h + v^ 

H -r h 7t KntT9-/l'i5j:O f -r F7t Knf * \Lv=-)Vta t'<T> $ 

15 ^rv>f)K 2-^ h*vxh 2,2,2-h , ^DDxF + y^f;K 

2- (F'J^f^y 'J lb) ^-Y^-i/ ^^^HXlf\-^-Y^ ; y^)Vt £ t'(n^.m. 

l/p- Y)V3->7>)),*-)Vi-£¥<OT)Vii>-i i L < li.T l> - > - X \ h 

'j *?-;u->>J;k h';xf;i/y'j;K MM V7*n tf rt/v } ) yxf/WVT" 
20 d \£ )i v i; „ ien - y-f - >v v > f- ;u v 'J ^ , tot— 7*-?- ;u 7 i - ;u -> V , v 7 x 

— )U M )l> is >) )l b £. If ten- 7*f- ;u > F + -/7xxjk> ij ;u £<<7) g& -> ;u 

7 5 A 7***7$ A f|7)^*7;A 7^3^ •> ;U7 5 / , 

7;^;^)i/*x^7i; ( 7S->V, pt—VJ^ >f j: ^fiiftT 

fcfcx.!*, h'J^DDxF + y*)!/*'^, h')7n^ 

0 -7*n^^>v;i/^ + >*;u.-K-;u, y* d 

D7«fef-/K h 'J 7 )^n7tf 7 A-=./U7-fcf-/K tO^JK 7 
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D^>* >ij)V >K 'O*/* teit-7< Jl^ tert-7* 

h*y*/UsK— * % p-> h*v^>->';u**->#;i/**.^;K 3.4 

4- (7i-i7 > /) a Jb.-jTzju, 2 

77-^, o^->;u % 1 -7^v>f-;w**vrt;U*'^;i,£ J:tf 8 'J 
f£>7A'-<g:&7;u*rt'& ; 2 - — h n 7 i-;u^+ij j: tf2 . 4 - v - hD7x 

->'^f*7 5 y > u>fr£*>'>*fttt7fr**7 < y-fiift7;u*Uf ; 
v* , ;f>i5J:O f 2 - t Kd+->- l -■*-7f-Ji'j«f-U>fc£r*)7;u-(ibfc7** 

3-n Ko^v-4-f'j->';u^^u>^f<7>^-g^«^si^:7^^ 

2 -i R->*ik+'-;k>^D^>f' J f 2 -T-tf 1 ;!/ v ? n^*-> -f*> 
ii «t £>* 3 . 3 - ^ * - 5 - * * V v ? o ^* -> >; T> tt £ > ? d T ;U4r U x> 

< liy'T^-fiSiT^Jl'-*^* 1 ) ; 5 -**V- 2 H - 1 . 

20 3-->***v-*' - 4 -'T^-^^^^t'O^K^It^lS^T^ + ^^t/f: h 
') ^f^y 'J iHi t'«7 A' + JI'I^ v 'I JUi If htlZo ZhlZ* iJ 

>K n-7'Dl:JK iso-7 p nfc:>K l,l-vVf)l/ynt?;K n-7*f-JUii J: ten 
25 --f+htt. t'<D&1r1kT)l>*r)\'& I 7 x - «t tf't 7 t'<7)7 'J - I ^ 

;ufc«ttffc'x ( p -^ F4->7x-;H **)i>tct'<7)7)i-m&7)i*)\s&;7-k 
■f-;i/^f-;u, sO'/J ;u^f-^, p-- hn^>y^>f ji/, p -7*o-t^> •/ 
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ttXIKXIR^; 2,2,2 - h >; ^Dni^^^^O/Noryftjar^+iPg; 2 
- (h'j>f-^y';/u) x^-^&irofijRT »j jut^^^h ; 7-t h * 

-> * f - * , y d - ;u 5f + v ^ f - ;u is J: a>* tf d ;p ^- ^ -> > ^ ;u ^ i:' £0 r ;u 

t'<T)T*)-)\<1-*%MT)V*)\> : &\ l,l-/7f;i'-2-7'D^Jl,, 

h y xfjty 'J ;K h 'J -f V 7°d tf/u«> 'J y'jif-fl,^ y 7"n t: ;u •> >J /K ten 
-yf^vV-^iUv';^, ten— V-?- IV y 7 x — ;u -> 'J )l ^ y^x-iMfik/'J 

is ;i/iJ «t ten - ;u * F + ->7x-^-> <; ;u t'<oHft -> £&mf h 

h g.x*-;U7$ >> F'j7*f*7S>, N.N - v * f-;P7- »; > , N 

)\s7Z> y -fvij^(>^ y^>y^7 5>, N-^>»- ^-7x7«f Jl'T ; 
> , 1 -x 7 x 7" < > «£ IT N. N ' - > v >ux*- U > y'7 ^ > tt £<7)$mm% 
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-R 5 (R 5 (i, ^ny>JE^ k: Kn + yiK, L< Ji**v*-eB»?iiTv»T 
7/U7**JH> L< l*tt*Jt**fc : Z(i, BMWl?\ aMW^, 
#ra-*fcli*fcoT, ^ny>e, ->7/i, - hog, ftff? 

/<*-OK 7;^^7? J i> L< ii7->*7 < ; gx-shZltSVorftti L< , R 2 
#_jk3;_2 -R 5 (R Mi. /%nr>JK^-caiftSitTv»T<>J:v»->irDT^* 

•> ;u£ «> L < li ^ n y > K^-cafc s *t t v»t J: v > 7 * * )\>mx*>z> ft £ 
»^t,i:ffiL<, R 'j&^f-^ifcJiT^ y*-c*0, R s *«-fi^-z-R ' 
(R /\nr>li£?-TMt«3iiTv»Ti *v»fc?'J ->*;ui/-(i7^-;ug^ ; Z 

Xs *JtJ£^ ->7y|, - hn£ifcji*;u***vfl'2l<> t < li^ny>^^- 

. 2 - (2,4-y'7i^D7iM-» -4--^f-^^-t-4--hn-l,l' 
- If 7 x - 

• • 2- (2,4-> ; 7)^D7xy+v) - 4-->f-;u^^7 -;u-4 h D 
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- 1 , 1 t'7x-^ 

• 2 - (2,4->'71l'tD7x;#-» -4'->f;^Jl'7^JV-5--ho 
-1,1 , -t'7x-)l' 

.4-7;u^D-4 ? -^f-^-2-7iy#->-i,i'-kf7i-;u 
5 • 2 nA+>)i/t#->- 4 '-^f-;uz;u*-;u-4 h d- l , l ■- \£ 

• 4 -T-tf-^-2 - (2,4->'7)l/tD7i; + v) - 4 > f-^;ui/*-/U 

-l.l ' - if 7 x — ;u 

• 2- (2,4-y7)l/tn7xy + -» - 4 > f-^x - ;u - 4 h n - 
10 l,l'-t'7x-^ 

• 2 - (2,4->'7^t07xy#y) - 4"->f-;i'X;U*-^-5--hn- 
1.1'- 7x-«/ 

• 2 - (2,4-->'7il'tD7x/ + v) - 4 '-^-f-A'XJU* — JU- 5 - h- 'J 7 ;u 
tD^f^-l,l'-t'7x-)l/ 

15 • 2- (2,4-/7)l/+D7x; + v) - 5 4 '-^fJl'Xj^-^- 

1,1 ' - kf 7 x ^ ;u 

•4"->f-H'^^* — JU — 4 — — hn-2-7x^'J;u-l.l--t'7i^;i' 
•4'->f-^x* + — - 4 - — FD-2-7x;+->-l > r-l:'7x-i 

• 4-*A/^<*>f^-2 - ( 2 .4 - v'7;U*D7x y * v) - 4 , ->f-^^^* 

20 -i-i,r-t'7x-ji' 

•2- (2,4-v'7)l'tD7xy+-» - 5- (c-HKo + y-f; /x-7-;u 

• 5 - •> 7 y - 2 - (2,4-/7HD7xM-» - 4 *->f 
1,1 '-t'7x-l 

25 • 5-7W-2 - (2,4->'7*tn7iM'» -4'-^f i^^.t-^- 
4 — — h D — 1, l'-t'7x-)l' 

•2- (2,4->'7^tn7xy + y) -5- (2 -i h + y^^+'-^if- 
fl/) -4'->f-^^^ + -^-l.l*-^7x-^ 

• 2 - (2,4--/7J^07xM-» - 5 -X h*-»f'J fl,T < / - 4 
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• 5-V7/-2- (2,4-v7n/tD7xy + -» - 4 '-^f-juxfl,? ^ i ;u 

- 1 , 1 ' - tf 7 i - ;u 

• 2- (2,4-y7^to7x; + y) - 4 * -T 1 ^* ;U7 < 4 - \. 1; 7 
5 ;u^n^f-;i^- 1 , 1 '-if 7x-;u 

• 2- (2,4-v'7A'tD7z^v) -4'->f-;ux;u*-;u- 5- (x |«7 

5 --f - 1 . 1 ' - 1: 7 i - ;u 

• 2 - (4-fcKn*->7xy*->) - 4'->^;i/X;u+^i;u-5-^ )^n - i, 
l'-£7x-;u 

10 • 2- (2,4--/7;i'tD7xy^y) -5-7;i>*n-4'-y?-;i,;uu*-^ 

- 1,1 '-tf7xn;u 

• 2 - (2,4->'7*tn7iy+y) - 4 > -t^UX 5 - (2-> 

• 4 - (2 - (4 - ^f^**i*7i;*) -4 -— h D7iy^-» 

15 

• 2 - (2,4->'7^tD7xy+-» - 5- k KD*y-4'-^f-*x^ 
— 1,1* — If 7 i^Jl^ 

• 2- (2,4--/7^D7iMv) -4 - 4'- /1-)V7>)V*-)\,- 

l . I '-k'7x-;w 

20 -4 - (2 - (4-^f)^)l'*-«'7i;^) -4--t"D7x/*y) 

■ 4 - t KD*'>- 4 *- ^f-fl/X^*-^-2 -7x - l , l *- t'7x — 

•2 - (2,4- , /7*t07xMy) -4- ( ^ 'J - l - <f ;u) 
25 — ju- 4 * f- ;u*.=.ju- l,l'-t'7i-/l' 

• 2- (2,4-->'7^tD7x^)W -4 — /U- 5 -/f-)^7.)i> 
7ti-)l7 I J - l, l '-£7x-/U 

• 5 h d- 4 *- 2 - [2- v>-3 -4" M xf 

-i,r-t'7xz)i 
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• 2- (2,4->'7il'tD7x/+y) -4->f J^'l"t>-^-4--hD- 
l,r-^7x-i- 5 - *H"-K>K 

. 4-_>f j^il/*-^-5--l-D-2 - [2- (f7'/-)l-5-'fJl') i 
•f-;i/] -1,1 '-If 71-Jl/ 
5 • 2- (2,4-x'7;l't07x;i!r-» - 4 ^ ^ * H'*- JU- 5 - ^ f- ^ X 
1,1 *- t*7x-;P 

. 5 _- >7 y_2 - (2,4 ->'7Htn7xy^» - 4 '- ^ f-^* )l>*-)\,- 
4--hn-l,l'-t'7x^JU 

• 2- (2,4-y7*t07xy*'» - 4 '->f-JU*JW-h-;u- 4 - (f- h 7 
io V-*- 5 -4 AO *)Mt-f^-l,l'-li7x-)b 

• 2 - (2,4 - v'7;i/*n7x - 4->f ^^^*-^-5-7i/X 

1, 1 '-lf7x — /U 

• 5-7? 7-2 - (2.4->'7^tn7xM-» - 4 '-pf*-** A'.+ ^JU- 
4 -- ho- 1 , 1 ' - If 7 x - ;b 

15 • 4 '- ^ — fl*- 4 - [6 -^f-rt-- 6 - (r- h 7 5 - i 

) ^7>A'**v] -2-7xA"/-l,r-t'7x;^ 
•2-(4-(2,4-y'7^tn7xMy)-3-(4-^f*x«'*i«'7i 

. 4 _ ( 4 _ (2,4-->'7i^o7xy + -» - 3- ( ;< f- ;u X ;u 7 x ^ 

20 A') 7x-;U) 

. 5 _ ( 4 _ (2 i 4-y'7)l'tn7xMv) -3- (^f ^7,^*^)l,7x- 

. i _ ( 4 _ (2,4-v7ibtD7xM-» - 3- (^f)l'XW-^7x^ 
JU) 7xr.il/) •>{'07'n^O*;l'*'>S 

25 . j_ ( 4 _ (2,4-->'7;l/t07x; + -» -3- (/fi^J^-^7x- 
;u) 7x — ;u) v 7 u-fu/i >&if-/u 

• 1- (4- (2,4-v7)l'tD7xn-/) -3- Of-^*/U*-)U7x- 

• 2-(4-(2.4-->'7^tD7x/*v)-3-(4-^f*^^*-^7x 
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•2- (2,4->'7^tD7xy#v) -5- (2->f;^;kt-^xf;i,) 
-4'-^<f-^^;i/*-;p- 1, 1 '-n*7x-;i/ 

• 5-f'i7;^D>f;i.-4 yf-;ux;P*Ji;u- 2-7xy-*v-l.l*- 

• 5->7y-2- (2-7j^d7i; + -» - 4'-> i . 

1 '-If 7i-^ 

• 5-->7/-2- (4-7J^D7i;+y) - 4 '-y l , 

1 '- H'7i-^ 

• 5->7y-4'-^f;i'X;i/7^ -;p-2-7iy + ->- l,r-t*7x-;u 

• 4'->fJ^^*^^-5--}>D-2 - (2 -If 'J -✓;u**->) - l , r- 
t* 7 x - ;u 

• 5-vT7-2-v ^nA4vn,t*v-4'-^f;^;^z;!,- 1 , 1 '- tf 
7x111' 

• 4'-T< y x;u^-;u-2- (2,4-/7*tD7xn-» -5--KD- 
1 , 1 ' - tf 7 x ^ ;u 

• 4-7S - 2 - (2.4->'7;i/tn7x/ + -» - 4- - )>d- 
1 , 1 '-t'7x^i 

• 4'-7S /x;u*-;U-2- (2,4-/7)^D7i/ + y) -5 - h «;7^ 
^-o>-?-;i/-i,i'-t*7i-;u 

• 4'-7< y^J^t-^-2-->?DA4->a,t^v-5 - HJ7;^n>f;i, 
-l,l'-tf7x-^ 

• 4'-7; y ^ — 5-Mi7^tn^f A-2-7x;^y-i,]'- 
tf 7 x 1 ;u 

•4'-7;yXJP*^;P-5->7^-2-7xy + v-l ) r-lf7x-)l/ 

• 4'-r^y^;i/*-;u-5-->ry-2 - (2,4 -->'7;i/;j-o7xy'*->) - 
1,1 -k'7x-;i/ 

•2 - (3- (4 - T5 y X/U*-;U7x-^) -4 - (2.4->'7J^D7x 
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• 4 - (3 - (4 -7$ J *;i>*-/U7x-;l/) -4 - (2,4->'7^tD7x 

• 1- (3- (4-7<^H;)l'7x-M -4- (2,4-/7J^D7x 
y*->) 7x-;U) •>?D7'da , >*;^'^ 

5 • 1- (3- (4-7 5yXJl/.t-^7x^^) -4- (2,4-/7*tD7x 

• 1- (3- (4 -7 £ y :*;u*.=.A/7i — -4- (2,4->'7)^07 X 

• 2 - (4- (4 -7 $ y x;u^-;U7x-;u) -3- (2,4->'7^tD7x 
io y*v) 7iiA) gfcg 

• 5-->7/-2 - (3-tKo + ->y^DA+y*,t + y) -4->fi^;i- 

l, i tf7x^;u 

• 4'-7< yx;U*-;u-5-v7y-2- (3-t Kd + ->> ? n^* ->;U* 

-1,1'- t'7x-^ 

15 • 5 - v7y - 2 - (4-^fA-7xM-» -4'-^f;^Jkt^i-l.r 

• 4 '-7 5 y 5 - ->7/- 2 - (4-^H7i;*-» -1,1* 

- fc* 7 x — )V 

20 11/ - 1 , 1 tf7x — )V 

• 5-v7y-2- (2 3 - t + v7fJM - 4 > 
-1,1 '-b*7x^;u 

■ 5-V7/-2 - (2-xf^-3-t + V7'f;^) - 4'-y 

1,1'- t'7x-)l 

25 • 5-V7/-2 - (2-xfil'-3-liKo + ->7'f^) - 4 y ;u* 

— ju- 1,1'- t"7x-;w 

• 2- (2-y h*v-4- (4 -yf-;ux;l/+-;U7x-;i/) -5-7x/3- 
v7x-;p) 

•3 - (1- (3- (4-^f^**-*7x-*) -4-7x;+v) 7x 
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. i _ ( 3 _ (4 _ ^f-;ux;i/*-^7 x-rtO -4-7iMv7i^f>H 

. 4 _ ( 3 _ ^x;l/*^Jl7i-^) -4-7x Av7i^jH - 

5 2 -t Kd rt/g&& 

. 4 _ ( 3 - ;1/XJ1/*-J17x-JH -4-7x^->7xZ)H - 

•4- (3- (4-^f)^^*^*'7i-)l') -4- (7x;+y7x-*) 

10 -4- (3- (4->f'l'X^*-*7x-«') -4 -7i ; + >7iZ)H - 
2 -^^-^SSK 

• 4- (3- (4-^fH'X**-*7i-*) -4-7xMv7x-iH v 

• 5 - t: Kn4 W = / -4-^f ^i^^-2-7xM->-l,r-t' 

15 7xC^ 

• 5- (4 -^f >m'^7->'>- 1 --f >u) j< f-Jb- 4 '- * f-;b* — 2 

-7xM->-l,l '-t'7x-^ 

. i _ ( 3 _ (4 - ptf-;i/^JW^r.;U7 x-^) -4-7x/Jrv^^>')b) - 
4 - fc'^'J v >1J)\'#>& 
20 • 5-v7;-2- (l-^f^-Z-t + vyot'^t + v) -4*- ^-T-^* 
;U*^i;u- 1,1'- t' 7 i - JU 

. 4'-7;;^j^-i-5-v7;-2 - (l-*-?-;u-2-**v7ni£;i, 

- l.r-t'7x-Jl- 
. 4--7;/x;i/t>-il'-5-v7y-2- (2-t#7v?D^/f^) > ^ 

25 ^-l,r-t:7x-^ 

ore, $£^£^SSi£&K^Ti&B£t*c 
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SnBu 3 




£1*1-4,, J 

-«k* [la ] , [lb ] > [1c ] JSitT [2] <Dit£®<Oi&t IX It* -*fc 
5. ^ [1] ^)ft^^lftWL/:i:|5I»Ofi[*^»f<bn*o 



WO 96/26921 



20 



PCT/JP96/00499 



-£5* [la] t>it&$Bl** tztsHt. B*it¥£U. 83^, % 520-526 W 

(1985 ^) $HSL<r>l3&%£'i-* t)'&2>zttfX'£2>o tzbUis - 

®& [2] Wfb^»*-»* [3] Ojb#»ttt*^*4/^y^i»Ettfl:^» 

ttJ8*;fcS/<5y**Effift£»fcLTii, fcfcxtf, n^x (h»;7x- 
^7O).^y' l >i(0), ( h 'J 7x-^**7 -f >) 'ty-s^MlD? 

D'Jh\ (?DD) (F'J7x-^77^/) M*7->'7A(H)iJj: 

cttLT, o.ooi- itt j e/u-c*tiwrj:<» #2L<ii> coi-0.05 f&^fl'T^n 
m>ii. anr» 4or^t>aatT, ffiua. 7o-i2orr-. 30 #-72 mm, a? 

ifc, [la] Offcfcttl** tzt tlis f h7AKn/U?-X, $ 28 

$ 5093-5096* (1987 $0 CEf^7?£fc fl-J: o T - fc £ 6 0 

tfjuti, -ft* [2] <0fb^fet-te^ [4] *>ft*»*R&*** 

:i:i:j;oTf|s:^ ? t-i4c ^^SiE-ii, fi$wmi:'^y'n 

ifc, R J 7i^^';^*T-*-6-te* [la] *>ffc£»li, [2] Olt^% 

OR 2 t:^t^»^ ; ;HT-i4ik^^-^ [4] ^)ik^tra«H-R 
ov^-c, -tt5t [la] oftfctoWR M:**!*-*-**** JU&fcttSK* *K 
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A(n)fc^W<b*i*o ttllOffiffliti, HE* [2] Ofk^WLT, 0.001 
- lftME/u-e**itfJ: < , ftfiKli, 0.01-0.05 fgf^^"Cft*ilf J: v» e ~ cojg 

[2] <Dfk&%i:*tLT, l-io 
ifiKIJ, 2-4ffiHE*T$>*itfJ:v> 0 iORfc-eftflj $ ^^>i§«£i: I "Hi , 

h*x>iij:tr*y u>fc*r^#J£j&fk*3K ; v J: tf-r h v 

KD7 5 >fc £'<7)x--r;u8 ; * no**Aii JiVttft^f- U>fc t'O^Dy> 
fk£tfk7K3?3l ; > ^ y-^uj:tri^y-A/«r^T^3-^a ; N.N-*>*y f- 

J:v» 0 CLOJSJStt, 40t:^<bJSitT, ff* L< i±, 70-120tt\ 30 #-72 

-JEsS [lc](Dit^lt, tztsLli* B*it¥£t£. % 3 -?5\ IS 520-526 M (1985 
^fk^C-^Jt [5] Offc^4rJRl&§«Ctt;J:oTffSZfc3i«-CS5e 
fctH£fflSft*'<7v^E&fk£"»£ LTIi, tztjiif. t Y 7 + ^ (M)7i 

?n<JK, (?od) if* ( h 'J 7x-W^7{ >) /<7->*»>^ai)J3 

«tl^&A7v^(ll)&£'rtW^ftSo JfcM**>ttflB*l* % -ttsS; [2] ofk£ 
&U*tLT, 0.00I- 1 fS**?*ftlf J: < , #2 Kli, 0.01-0.05 ft*^t?* 

"C*ittf# t:K5ESii4r^7>«, £t;Uf, ^>-t*>, Mux>£ J: tf+v U > 
fcV>2r«£fk** : •>' + *^>iJJ:y , 7-h9H KD77>it'<7)x-f^ ; 



WO 96/26921 



22 



PCI7JP96/00499 



a*, 4owbaaET* ffi l<«4, 7o-i2or-c, 30 #-7215131, 

HR* [lc] r h7^Kn>P*-X, g28g, £5093 

-5096H (1987 r-tffi<olj&tct'izii'Ci>&2>z.ttfX-£Z>o 
fcfciltf, [2] Wfk^»t-«:* [6] C t-«t o 

X (F')7i;^7^)A'7y') A(H)J3 £ tfg^' < 7 •>* 7 W 
bti&o tt«to«ffl*{±, [2] wft^KttLT. o.ooi- iis*Ji>-c*> 

*ilfj:<, *fiL<:i, 0.01-0.05 flK*-e*iitfJ:v*o c*>RC.i:ttfflS*i* 

-ttit [2] 05ft£-»K**L"t, 1 -lOAME^T***.!** < , »iL<(i, 2- 
40WbMT\ »*L<Ji, 70-120r-C, 30#-72WBU #* L < tt. 
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-tt* [lb] Ofk^ftJi, tzbUX. [la] <r)it£®Z&1t-tZZtlz 

ft, a£.t#ftfc iifm-^D oa£.i.#ftfc f oaft ; aftffc** ;?nAg 
d60 f {:av>#->ft*';^i,«rf^ir<9*L* o ftftffl^ttffliii, -test [la] 

Offc£-»K**LT, 0.5-1.5 tt^^-Ciittf «fc <, *fi t 0.8- 1.2 ftp**? 

«<r-atfcliZ«JJl±a^LTttfflLTt J:w» 0 iWJRl&tt. a*, ota»$> 
Hit Mi J:v^o 

ifc, -fi:5$ [ic] wft£»fi, -test [la] ttzit [lb] <7)fL£%i 

S-Kffct4:i:i:J:ot<)ft4:i:i'T*4. CORfcTftffl S*i*ftffc#J£ L 

Td, anr«ffl?*i*»fWJ-c*>*Liir, #krs6$*i&v»*<, tzt*.a* fu? 
*tai§»K, aft ft. a^t^n & <t i/m — ? n o^itss^ t*<n®& ; a 

Kffc*$ ; ^nA8tt|f|:jg7>#>8* U * A f A*S£if <btt£ 0 KfLSijo^ 
— «5t [la] Wft^ftCttLT, l.5-5te**-C*ftlfJ: <, » £ L < 
li, 1.5-2.5 te* )vx-hti\Xi.^ 0 zvlZfcxmmztiZimt LTii, RiDt; 
3EjK»*RU$'Qrv»}gii-C*iitf4f{:R5e§n«rv^ tzb*.l£* >■**>, h 
)U > ij j: tf+ v u > ^ ir*>3?#8t &fl:**a ; -f U > £ J: tf ? n n * ;i, 
&%t:0>'*By>itBtik&.%m ; > *y -*;j3j:tfx*y-/u$:fc#)7;u:j-* 
«; ftftx-^fc^xa-r/uti ;tt»isJ:u f Rft4fc'^«ft*a f U7K=a:f ** 

jsti, aur, ot^^MT^ «ftL<ii, o-3orT% 305}— 24b#w, 

<li, 30#-2l$W?1Sffi+:h.tfJ:v\, 
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[la] > [lb] HXV.Uc] (Dit&®lZte\,*X. 75;i, Kn 

znxnizix&htitz-isss: [1] oit$®i tzii^(o^it s tztnz* m 
7< Kit, */u*-Mfc, s&fb. - h y jkqts v>^<n^w*t'<nw.%kKfc. 

m&itikm. * * -> teit *) > s H£fb } ) > , S£fb tiflffcf- * - * 

4a*#*>*4Ct tcJ:oT» ftw-tt^ [l] <v1t£®ii?zii.*<7)i&iz*$&-t 

[2] <orn*7*-^SIi»*i^li«f-ottli, tz bills o|'c$t 
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0 2 N~^~'R 4d AcNH 
[8] 



R 2 

Br^^R* 
[2] 

s Tt iv>7>J-;^i/j(i-te^-z '-R ' (s^K R iWEL/jtra*wift 
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0*«**L, Z J ti, KM?. ) ; R ,b 

teXVR 4b li, |5|— £fcli*fco"C, ^ny>JSRT-, >7V&, 7v 

K*, -Foi, t:Ko*-»H, 7->^g, 7;m*->*;u 

**-*afcifcii*8l3ft-cv»-ct> J:v>7/i<*As 7 7^j + ->, 7* 

7**/UXA'*-rt'7$ A 7 'J v?D7H^ 

7'J-/K, L< lia*K**«: : R ttX^X t> X v*7 'J - ; 

3*irv*-c<> .u»7/HrJK 7**--jk 7;u=i*v, 7^ + ^f-*, 7^*^ 
yUU7-r^;K 7>u*;u*ju* — 7**^^** — ^**->, 7^*rt/XJi> 

^-/vrjy, 7'J y?0 7)^)K *JU/^>f)U, XJb77t^ 

JK 7vJV7?A ***n, 7)^^fv**tUJK 7;^^->t+f)*7 

;r*. r". r»'« R 4e > R 4, ^^k 4f|1 « 

7K^?> ^ny>l8^ ->7^i< 7>Ki l -^i. 
tKntvJUi, 7v)H« 7 * n * -> * >Ug i fclifi&S tiT v> 
TtJ:v»7^^ 7^7--^, 7^n*v, 7***f-*, 7HU^7^ 

-;u, 7^*^7jp*-^, 7^^x;^-^7;A 7 *>* 

d7^^;k *;w<*-ok ^77*^, **-*o, aaisT-t^uTig^ 

->u»Sfcli*»3ftT^TfcJ:v»7**^ 7**-'K 7JU3 + V* 7** 
7**^**7 7***x**->^ 7**n,*;u*-A'7 s 
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^&£;Xli, Y'sW^^: ; Acli, 7-fc-^;ug£ ; M s li, ,*v;u££7jt 
1* o J 

-fcsS [2] *>ffc£Wii, tztz.it* [16] of fc£«i*7 4 

Y*>h\.*\tT*)-fr>^<< Vttt*<r)^uY>iVfot, VL&0>&&Tit2lt7fift& 
TlzEU&2it&ZtlZXt)&ZZttf'C&&o wORiDTttfflS*iS/Nny>f|: 
WfcLTIi, tztz.lt* svitU-fi'. ■/^n^->;i,7'D- KiJiO'rn^^c 

>-vyitwmib*.* *<o&mmi±* [16] oft^ttizitL-ci-ste 

< KlR56$ftfcvvd«» tzt*.lt* N.N->^f^+.J^7? 

h ; * *y -jk x? f ot^^-^jh ; * ; = > >4 f*« 

RfL--Cf£Jfl3*iS£*fc LTIi, tztz.lt* •+ h >) h h\ -fMJ^A 
x h * -> Ki$ J: tf* 'J A ten- ~7 Y$r-s Ytc t*<D T frfi ') 7 JU u 4r *> K ; 

iutii, tztz.it* m&* mtm-m* mitm-m* s-tKo + ^yj 
>-&\t%-mut:vmfhi\* fm<n&m*it* [i6] oft»i:*ti 

T0.01-2fllf*^T**lli'J:v» o COStt-li, i§1t\ -20- 160TDT', 30#-24B# 

MUtt-fiiif J: ZtomtAzto^x* /mj r > ffcft oft •)(:->' 7 

R^7xy + ->T-^4-^ [2] <r)\tG'to*i&ZZ.ti>*X'£&* 
ttz* [2] Vlt&mii.* [16] *>ffc#»*7/U3-;U, F')7x 
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tv^****-^-^^*'** -test [i6] oflsfcttcttu i-3te* 

tJ3fci^»&^**ilireKR£3*i-fr^rt s » tztXlf. ^>-tf>, HUi>£J: 
tf*y U>fc^^#Si&ft**3i : is J: tf-r h 5 k KD75>4^ 

KaHfcf ***** <b*U £ftfcW»tt^-IIifc(irttJa±ift£LTfl^ L 

TUv>o znEL&n* a*, -Mr^^aatT, «fiL<n, -2o-5or-c\ 30 

Hfc£ [16] Mt&BBlt* tztttf, V*—f* • niJk • VtO 

x <f 1 (J.Chem.Soc.Perkin I) , £ 802 - 804 H (1977 30 4 fUlEffc 

-tt* [2] <*>fk£tt(i, tzb*.a. -tfb£ [17] *>ffc£»*3EffilKfl: 

fflMli* -te5t [17] (Oft&tolZttLT 1 -50^* *f**ltf<tv> 0 COSCdT' 
LTli, JRlSl-S»»«:aiJ§4^*«lt?*>*itft < i:R£3 



WO 96/26921 



29 



PCT/JP96/00499 



jsa, Rfciaswu t < uRsesftfcv***, tzt*.a, i$®Titzum&Tiz^ 

30 #-24 ^IBHtfci-nif J: u\> 
f [2] ^>ft^»tt» -test [18] <Ofk^-»«rffi*<OffttTi^« 

*7 -fcK* •)»Swfc**-C§S 0 -^RfclMtffl 

v»d f , fctx.lf, N,N-vVf-;u*>UA7S K4fOT5 KJS ; * f- * x /u * 
**> K4fW^iU**-> K» ; T-b h >tcb'<D f r h >% \ * 9 J -)\>&lTf^9 

;-)\,%¥<DT)i3-)i'm ; =» fcw^ifbft, cm^oig&ii, -Si 

tsLH. tMi'i'i^^vF, tf'J^x^+v V&XV* x ) 7^ teii-7h 
KifOT^* 'J£S7;u=f*v K ; b 'J * AfcJiO'fcfcffc* «J 7 

utttorrfrii 'J £ K**f fctt ; * 'J 7 A J: tfflt&f- h U 7 a t'O 7 >u 
* 'j&R&tt£L *BMb^ b ^ J: ^atfk* 'i 7 a * £<r)im\tT )i>i] »; 
fctrtU^ffctU *oteffl*li, -ft*; [18] wft^fclittLT 1 - 3^^t 
**ufj:v\, 3 *i*r * = 7*/-*SfcJ:crf-*7: t 

;-*atLTIi, tztx.\t. 2,4-/7;i'to7xy-JK 2,4-->'7^tn 
f-*7i/-/Hb-«t iri^ ;-)\>%£tfm?hti, *<?)tiimmi±, [is] 
(lit LT 1 - 5^^-C*tLlf J:v^ 0 ::wJ&fct;f£ffl3*i.Ste!IEfc LTli, fPlf/L 

f>*U tt«<Oftfflfili. [18] (Mt£®\zmx 0.01-2fS*^-C*tLlf 

J:\,> 0 ^60StL<(i. SIT. -20-160*CT% 30 53—24 ^B^tfci-*Llf J: v» D 

[18] Ojfc£!toli, tztz.ll* *f • it*—)- A" * 7 9 • 

^-Xh'J- (J.Org-Chem.) , £ 44 tS 1784-1787 W (1979 ^) 

[n] oftg-foif* [8] ■nitstoi&ifrzztiz* *)&&Z 
tw&Zo -oRifcii, iiiff^)- honor < y*^oa7c^a«rffiffli"tL»f 



W 96/26921 



30 



PCT/JP96/00499 



[8] Offc^»j:*tLT0.l-20«*^T*tLtfJ:<, jRlDIEaiWfc L-C, 
ttffc7>*-7A&fcWttflJ3*i* -«5t [8] 4>ffc£to(;*M, 

t.rf 3-9 ;-n,tj:WT : >fc J: tf-r h 7t KD7 7/^t' 

30 #-24 ^wnjsi-nijr «t v». 

HEA [8] tzti.ll. [7] *>ffc£!»fc 7 

K=fif fOX;U**"> K» I T-t h >fcfcV>* h >Jg ; jt 9 S-fr&llfx. 

9 ; ->i'tct'<?)Tii'3-n,m; a*) i;>tct'tfmtfbti. ztih<r>mmi. -ft 
th^A^*->K, tF'J'Jiih + vKiJJ:^ 'HAteit-7' 

7 a * f a> 7 * * 'J £H*fiHt:% ; # 'J 7 a «t ifigfca* thV^A^^y 
^m^Sia ; TKKfbT- h «j 7 a£ j: zfikKft* v 7 a & t'o*&ft7/u * 

'J&t'riWbftSo il^^fflftti, -ttsfc [7] Offc^U** LT 1 - 3 f§ 

t7i /-MRfc LT{±, tztUli* 2,4-/7)^n7x;-^ 2.4 ->'7 
;i/tD 7 t t7x/-;ui3J:U f x^y-;i/^>'^{f^a, *Of6ffl#(i % Hftst 
[7] ofk^ftu*tLTi - 5te*;u-r£>*uf n>„ :«ii[it.i:fffl$ft4l)jitt 
HTIi, fH«h Kffc£-§B» Effcfc-Si, 8-fc Ko*->*/';>-£ftg- 



WO 96/26921 



31 



PCT/JP96/00499 



mzt'tfmr mm^mmm. [7] <ry\t&m~m*x 0.01- 2 

*;uT-**Uf J:i>o dORSli, a*, -20-l60tT\ 30 53—24 B#|HJ£jarf *Uf 

«fcV*o 

-«t* [7] *>ffc£!»ti, tztsM* TZii* - 77-7^-7^^ • 7 
(Chem.Pharm.Bull) . $&40 3£, £9^ 82399-2409 5 '(1992 4f 

-tt* [n] ofl:#»ii» -tt* <Afk£$*&^#£Tf:flfc7-fc^Ml: 
^>Ki^«W^^^o BW>ttffl*ti» [n] nit&toizm 

T0.l-50»-=EH'-e*<ltf «tV^ 0 CORl&rt* 0-l50r-C, 30#-24B#p B «] 

[10] ^fk-SW, [9] *>ffc£"&*» ££*>SftTi'/.:ti*# 

ri*T-££o iWRE&U«ffl**l.4 7-tf- Mfc»£ LTJi, *S*KKiJ «t £>'7-t f- 
;u^ D .j K«rf* f ptff>ii4o 7-fc*MWJ*>teffi*li, [9] <T)it£V>) 

K*S J: tfN.N-vVf-^-fc* $ K&f*>7 5 KJH ; > * / - I If* 9 J - 
£ ; ^if;KtW^TiH ; 7-fc h-HJ iU«:fW- MJJUI&fcW^ir 

> > «t If M 'J v > * 5 >« ; St»* ^ * J: b 'J * A * 

>'<7)T ;U5t7 >) £m&im%tc t'rf&W hfiZo tt*oftffl#(i, -«:5t [9] *>fk 
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-ft* [11] nit&toit* -ft* [10] 7M-;uh 'J7f^f> t 

-ft* [ia] ofk^»oKatiBitt4*ft-ciiijiL, ii^,4o-i6or 
-ft* [n] ofk^ttii, -ft* [12] <oit&toi»mnttTitzittt& 

LTtf\ x J: W; V t'&mifbtiZ 0 

ttOffiffl*!*, -ft* [12] Offc^ailtfLT, 1 -100te^u?£>*Uf.ti> o d 

btlZo £0>Rl£(i, aKf» 0-15O"CT% 30#-24B#Pi8!Ufe1-tt(X«tl> o 

-ft* [12] 4Mfc£4fc(i, tztHtf, "rkijiv • 7?-7->z-f^i • -r 
^f-> (Chem.Phann.BulI) , &40#, $9-?\ % 2399- 2409 W (1992^) & t' 

-ft* [17] wfk^»Ji, -ft* [15] offc£ft*ttw#£-R:K7-fc*-;MI: 

tztX-li. *fc (fcUlf, 

^A'*>K J S:f^a** t *»ff>tL4o Kfti^co^fflSJi, -fe* [15] ff>it£ 
L TO. i-50ttr* ^X'$>til£ X ^ 0 £*>JRl£(i, i§1^ 0-i50T:T\ 30# 
-24B$HJ1&ifc+*itfJ:v\, 
-ft* [15] nit&tolt. -ft* [14] Ott£^£&£<75#£T*/j(i*#£ 

&fci:>Wbtt*o -f-Dft«Offiffll:{i, -ft* [14] nit&toiznLX 1 

-ft* [14] Wfb^ft.'l, "ft* [13] Oft^»«rtt3|<7)SftTi^:Ji^fftt 



WO 96/26921 



33 



PCT/JP96/00499 



MMflOttfflildU -«5S [13] Vit&VMZttlX 1 -5fe*)lV*>tilf£\.\ 

^Ktt*f*WbitSo [b] *>ffc£fti;if lt l - 

3^^T**^lf J: i\ ZtoR&izfemztizmMtLXli* REUSES £X 

N-v^;U7-fc* S Kfci:*<D7 i K« ; * * / X ZfJ-? S £<?>T 

)vttt r <D3.7sT)i>m ; T* h h u )vmtati)-mfhfi, znh 

-160TCT-, io^-24^r B m«ii-tL(irj:^ <> 

-ft* [13] wffc^tttt, tztx.ll. #H¥2 -268^UIB*w;fri£$:fc*UJ:»j 
-&5t [2] £«tr>* [7] - [18] <affc£tt*)4lfcL-ni, -ttst [1] <7>tt 
[2] iiU-' [7] - [18] Wffc£»ifcli<?-*i<b*)£lii5t»-c, Utt 

[2] fc«t £>' [7] - [18] Wffc£»ifc(i*ftf>«>jE(::fcv»-c\ 7 < 
£<*>J:?ULT?§f>nfcHK5S: [2] [7] - [18] fcli * 

tihomu. tztzx* z.mt~?>v>t tzitm?n^m%t'*m 
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J: ZPfsktc fcV>i££| Lfcit7cRiLs *> * ^ 7 (Wolff)tc# & t'<D R 

>i^ttaLfkf-*-A,«:f *ttfflL^^ny>fkJEi£; % UfcKfcitzltmil* 

iot ifcii, *-;mb£igM* :ii:iot, ffe<7)-^jt [2] is 

.fctf [7] - [18] (OitG-VBitzltZOizlimm+Z Z ttfV£Z 0 itz. Ittitl. 

Sil^LTt J: < , Ztiblt. UfitC L/j^oT, ttt«, 

t7J f T*#, ii1HSAt:*t LT(i, 1 BSfcO, ^O.05-I0OOmg/kgflST% «□ 
(9, 1 0i/j(±^|5](C^iiJLTft4i-niJ:J:i' o 

f^ra i c o x - 1 a x V s 2 (Dimwmmmm 

COX- lUTk7 vffiSBft ^ny-i (xK7>f?/n -✓-»«!) . COX- 

COX- 1 T^ttOilJ^f+li, 7°D* ->-^ (Procaccini) & [/W 5 * 

;i/ • 7T-73D-/- (Biochem.Phamiacol.) , US 26 g 1051-1057 K (1977 
50 ] CifclSTff&To ftfciifi 100^ g/ml O £ 7 v'ffiSJK * ?ny- 

5 mM^tfjf^ 1 ; 5mM 9 > 50mM b U XiUfgifc (pH8.0) 

0.5mlC, •>**?-/l'X* + *v KKiS»fS-l»-£fc»ft£& (ftftiftK I i^Ui 100 
A/ g/ml) fctJD£fc&, 37t:T\ 2#WllM&II£fT&'5o 0.04 ^ Ci[l- I4 C]T 7 * K 
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(77->fitt$!) lOnmol 77* K>R*ifijDL (*»»K20ai M) , 

C0X-2#Sf4WiW3e*fr{i % 5 ^x;KMitcheii) h<Dl,m[7ui,—r4>irX' 
*7 ■ -»f • i-~s3i-)\, • 7*7^ - • *7 • -g->f.x>->-X • • jl^-Yt- y K - 
^x-X tr-7^'j7> (Proc.Nall.Acad.Sci. USA) „ H90 ^g, £ H693-H697 
W (1993^) ] tlidtTff^Oo m&i&feo (i g/ml (lOJ£ttAnl) 

y vJI6fllS*COX-2$Sg n D n , 5mMib'^7»j>, 5 mM ^;^f l^M 
^-?f->£$tf 50mM hVX^jtt (pH8.0) 0.5ml I :> f-^yUi/** y Ki: 
»»S*)tttttffc^» (ftftft&l ifcl* 100 /i g/ml) «-»Dx./J^, 37tT\ 2 
frfflJltr&ilS:*? -?o 0.04 // Ci[l- l4 C]7 7* K>ft (77->tittK) 
3.3nmol 77* K>R£i£ft]L (li&igJt 6.6 M) , 37rT*. 4 frfflKft * ■£ h 0 
COX T£t£<7)rJ!H5Eli, «Pt/J^<7)^a 7 r-v =m->' - 

(Biochem-Phannacol.) % ^ 25 & 937-941 W (1976 30 ] Cig IS Tfrfc -) 0 
-f £&&Kn-^*-*>/#&JL-?->U (2 : 1) VtiL&WL 2 ml Z ML 

KiS*«Pjt3ii\ it-fc#*i:J: i)7 7 * K>R*#«l§i:»iffi-*-s 0 TO^Iffitfl 
«ft*2liffti)igLfcfc»**iri*/-* l ml *ira;U«#Lfc&,it'C'i:J:o 
Tf#f>ti/j±?t^:l:$r^-> -> a >7> 7 >^-ffl/^7^i:^L, PGE, 

^lii:"*-*oEHIXL/jW««Sr7 7* K>&#Iifc U-?-*) 1 ml £jft#->>^u- 

3>*->>*- TiUJ^ L , iStt*> 9 *> PGE 3 *iB^tt»7Sttwtl^ 
£g£fc1-& 0 -ft£ PGE,*k&$£: L» &&iSJ£ 1 %<7)-/Vf ;i/X^**-> K<7)^ 
«r^tr3> hn-/i/{;*ti-4tt*fl:^»j:j:*SS«i*ofiT*, COX ftftfllilfljg: 

*1 



HJt&tRJ No. COX-l »J5£ COX-2 WSIJ$ 



6 - + 



7 
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9 - +++ 

10(1) - +++ 

10(3) - +++ 

10(6) - ++ 

10(7) - ++ 

10(9) - ++ 

10(13) - +++ 

10(14) - +++ 

10(15) - +++ 

10(18) - +++ 

10(20) - +++ 

10(22) - +++ 

11 ++ 

12(4) - +++ 

13 - ++ 

22 - +++ 

25 - ++ 

26 - +++ 

27 - ++ 
29 - +++ 
31 - +++ 
34 -* +++* 
35(1) -* +++* 
35(3) -* +++* 
35(6) -* +++* 
36 - + 
37(1) - +++ 
37(3) - +++ 
37(5) - ++ 
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37(6) 




++ 


37(7) 




+++ 


37(8) 




+++ 


37(11) 




+++ 


37(12) 




+++ 


37(13) 


* 


++ 


37(17) 




++ 


37(19) 




+++ 


37(21) 




++ 


41 




+++* 


42 




+++ 


44 




++ 


46(2) 




+++ 


46(4) 




+++ 


46(7) 


-* 


++* 


46(8) 




+++ 


46(11) 




++ 


46(20) 


-* 


+++* 


46(22) 




+ + 


46(23) 




+ + 


52 




+++ 


61 


-* 


++* 


62 




+++ 


64 




++ + 


70 




+ + 


78 




++ 



#ft£t>OPl«^£, - (ffi*Sg0-25%*{«) ,+ (IS#^25-50%*iH) .++ (£$ 
¥ 50-75 %*SiSS) .+++ 75-100%) "C^-to *epti, St&l&Jt 1 p 
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(Arzneimittel-Forschung) , ^42(D)#, ^7"§\ 935-944 Wl-lZRnlj&lZ&tX 

-^^^ *^8£tl7 v h l90-230g) £ 1 » 5 Kfem I , 7ya 

h t LTW.W)'<7 7 4 > U&^li (Mycobacterium tuberculosis) <7)g&?EIi£ 
6 mg/ml<r)$}£X*mmZ-£tzi><DZfemi, m&U&ftlZ 0.1ml yiUL/jo 7->'a 
r-&S& 14 BSt:Mf*JKMJ!S#!St:«t *)§Wtl (Dayl4) , 1 B 1 glittt 

mVlOOg MWfi^T'^P^L^o ft»S4^>aB (Dayl8) Hffiffc/fcJSHt^fg 

♦ 

(%) = (1- (&4f£0 Dayl8 *3#M2£/«-5-S*> Dayl4 Off**) / 
(MP^Dayl8^^Jl^/*tH8p^Dayl4<7)M$) ) X 100 

«*tS2i:^t. 

^2 7->'a/o h mmrnm® mm lomg/kg) 



HSfetfl No. £PifelJ$(%) 



1 


30 


7 


41 


8(2) 


39 


8(3) 


37 


8(4) 


45* 


9 


25 


10(11) 


22 


10(13) 


27 


10(14) 


38 


10(22) 


46 
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34 


35 


35(1) 


39 


35(2) 


62* 


35(3) 


38 


35(4) 


57 


35(5) 


52* 


35(7) 


57 


36 


44 


37(3) 


34 


37(6) 


42 


37(8) 


48 


37(9) 


46 


37(10) 


56 


37(11) 


47 


37(19) 


22 


46(2) 


30 


46(19) 


25 


88 


50 



* It. fflfil mg/kgT«!l5cL£o 

1&7 -SEW < Z?-&WL&?y h (#£ 180-230g) £f$ffi L > 24 B#IhJ 
(ykii&tiUZ&MZitZ) ft, 0.5%(W/V)>f-;u-t;un-^^jgja[i:jgjg$ i *- 
fctt8fb£-»*l ml/IOOgfcfitf)«£-'e£Pft4L£o *ftft**Ti:24B¥WJftit 
Lfcft, SJUKBKJ: »)S:?ES-<i\ WfcftffiU 1 %(V/V)*;u vj >&j£-c 30 
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^3 msi&fEffl 



UttfllNo. ffli(mg/kg) m£%£ 



5 


7 


100 


0/7 




9 


100 


0/7 




3 > h d — ;u 




0/8 






10 


8/8 



SI3Jfll 1 

is 2- (2,4-y'7Ji'*D7i/ + *» - 4 '->f-;i/^;u^-;u- 



4 - - fn- 1, r-t'7i-;l- 50mg 

IL* 114.5mg 

3 - > X ^ — f- 20mg 

t: Kd*->"/d t'jUr^n-x 2mg 

20 «Rjfc**'ffl* 1-5mg 

XfT'J^/^y^ 2mg 



ft 200mg 



3i8Jfll2 

2- (2,4-->'7^tD7i/ + v) -4'->f-^^^7Y-;i/- 
. 4- - (.n-l,l'-t'7x-;b 25mg 
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%M 49mg 

ffl&Ba-t»'V-* 36 mg 

tKo + vT'Dt'H^D-x i mg 

* JU*>->>-7 L ;U-fc;UD-*#^v'7^ 6.6mg 

TstT 1 ) 7*^*71* 1.2mg 

9*** 1.2mg 



at 120mg 



2- (2,4->'7**D7z; + y) -4'-*f-*XJU"7*.=.;U- 



4 _-}.□_! ,r-f 7 i-Jl- 50mg 

74mg 

fiMSA-fefl'n-* 55mg 

KD4r *>^n \£)\>-k)Vu-X 2mg 

*;u*'4r>^^ L iHrJi'n-x*;uv^A i5 mg 

Xf7'J>87y*y9i 2mg 

9t^9 2mg 



it 200mg 



2- (2,4->'7*tD7i;**» -4*-^f^Jl7Yi*- 



4 — — h D - 1 . 1 '-t'7x-^ lOOmg 

11*1 49mg 

«ftfi-t^n-^ 55mg 

k KD^y^n k^U-t^o-X 2mg 
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^fT'J^^^y'JA 2mg 
9 «/ ? 2mg 



5 ft 225mg 



J3L±* l&frWfti: LTtt&UJ: i)e#Jfc-*-*o 
Si3Jfll 5 

2- (2,4->'7^^D7x;#y) -4'-^f-^X;U7 -f-;u- 



10 4--fn-l,l'-f7x^;b 200mg 

h 'J-JAf^^ 30mg 
^fT'J ^ * •> * 3mg 



15 ft 333mg 



JA±fc lfc#tf>*mfc LTIjf&irJ: »)ttfflfc1-*o 

20 v 'J # -PA' 60, 70-230 ^ 7 ->i [silica gel 60, 70-230mesh O^^ttK) ] £ 

d-DMSO :Iv^f ;^^* + ->K 
Me : > f-JU* 

25 b : if-** 
Ph : 7i^)H 

B%%B%Ti- 1 -7Dt- 2 - (2.4-/7HD7iM-» - 4 h o 
^C>-tf> 0.65g, 4 ->f*f*7x.i* h 'J r^^f-> 0.98gi5J:t>'x h 7** 
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(MJ7i-^*^7^» v-7A(0)0.07g 13ml CiDt, 4 Bfffl 

tttf, *fefefl*>2- (2,4-->'7^tn7xMv) -4*-^f-;uf-^--4 - 
-hn-i.i '-fc*7x-;wo.26g £?#*o 

NMR(CDC1,): £ ffi 2.50(3H,s),6.8-8.1(10H,m) 
Htfeff|2 

snot 1 1 mmz LTjjiT^)fi:^»*ff * 0 

No.2(l) 

2- (2,4->'7^tD7iy + y) -4'-^fH*-l,r-k'7i^A,- 
IROieaOcm 1 : 1730, 1505 

NMR(CDC1,) S II :2.50(3H,s),3.90(3H,s).6.7-8.2(10H,m) 
No.2(2) 

2- (2,4 - ->'7;P^-n7i y -4'->f^f t-l,l'-l;'7x^Jl,- 

4 -ii >i> >\s 

IRdieaDcm 1 : 1720, 1505 

NMR(CDC1,) 5 <i:2.50(3H.s).3.89(3H,s).6.8-8.0(IOH.m) 

Stfi^Tt:i-7'D^-2- (2,4->'7)i'tn7iM-» - 4 h d 
^>-t*>4.00g, 4 -^-f^^ + 7x~^ + -7K2.44g, 2 MfltK^ M 7 A*yg 
ifc 12.1ml £«£ CFt" h 7** ( h V 7i-J^X7 4 >) /n*v v 9 A(0)0.42g £ h 
* x > 80ml £ «t Xfx- 9 / - A- 12ml WMSiUU IZtiUz. , 4 MflD&jSi,lL ? o 

v7^T-£i££-ti\ *ETK»flE*S*1-*o ?*<b*ifc«S&*a 7i< 7 n v h 

?-77«f- ;^*^>:&&X?-;l,=20:l ] Tffi»"fil{f» Jtfe*Sil0>2 

- (2,4-v'7«/tD7i;+v) -4'-^f*f^-4--ho-l.l , -k' 
7 x-/U 4.08g £?#£e 
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JK.6:9l-92t: 

NMR(CDCI,): 8 2.50(3H.s),6.8-8.1(10H,m) 



SI a 




R" 


R2 

J* 

tan 


,R 3 
R 4 






R 1 


n 
i * 


R 3 


R 4 


K 


4(1) 


CH 3 


0 


N0 2 


H 




4(2) 


CH 3 


0 


OCH 3 


H 




4(3) 


CH 3 


0 


COCHj 


H 




4(4) 


CH 3 


0 


CN 


H 




4(5) 


CH 3 


0 


NHCOCH 3 


H 




4(6) 


CH 3 


0 


H 


N0 2 


-o<E) 


4(7) 


CH 3 


0 


NQ 2 


H 


-co-© 
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SI b 




l w J n 


L R< 






n 


R 3 


R 4 


R 2 


4(8) CH 3 


0 


COOCHj 


H 




4(9) CH 3 


0 


N0 2 


H 




4(10) CH 3 


0 


N0 2 


H 


-OCH 3 


4(11) CH 3 


0 


N0 2 


H 




4(12) 


0 


N0 2 


H 




4(13) CH 3 


0 


H 


N0 2 




4(14) CH 3 


0 


H 


CF 3 
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£1 c 




t<>)n 








n 


*> 


* 4 




4(15) CH 3 


0 


F 


H 




4(16) CH 3 


0 


H 


COCHj 




4 (17) CHj 


0 


CF 3 


H 


-O^F 


4(18) CH 3 


0 


H 


CH 3 


-<>^-F 


4(19) CH 3 


0 


H 


OCH 3 


-<>@-F 


4 (20) CH 3 


0 


H 


CHO 


-O^-F 


4(21) CH 3 


0 


H 


CN 


-<>©-F 



a 1 a - c <&ft£»*>»te*JATU^1-o 

No.4(l) 

8!*:8l-82r 

5 NMR(CDCI,) S fit: l . I -2.0( l0H,m),2.50(3H,s),4. 1 -4.7( I H,m),7. 1 -8.0(7H,m) 
No.4(2) 

mOieaOcm-': 1585.1485.1 165 

NMR(CDCI,) d fit:2.5 1 (3H,s),3.76(3H,s).6.5-7.6( 1 2H,m) 
No.4(3) 
10 ».&:90-91 *C [x* 
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NMR(CDCI,) 8 1i:2.50(3H.s).2.55(3H,s).6.7-7.9(I0H,m) 
No.4(4) 

Bl*:96-97t; [x*y-;i,] 
NMR(CDC1,) 8 i!:2.49(3H,s),6.8-7.6( 1 OH.m) 
5 No.4(5) 

NMR(CDC1,) 8 ft :1.3-2.1(10H,m),2.20(3H.s).2.60(3H,s),4.2-4.5(1H.m).6.8- 

7.7(8H,m) 

No.4(6) 

10 jK^:76-78 , C ['fyyot^x-f^] 

NMR(CDC),) 8 ■fitil .2-2.2( 1 0H.m).2.50(3H.s).4.2-4.7( I H,m),6.8-8.4(7H.m) 
No.4(7) 

DKneaDcm 1 : 1 670, 1 520, 1 345 
NMR(CDC1,) 8 lf:2.45(3H,s),7.0-8.6(l2H,m) 
15 No.4(8) 

IRCneaDcm 1 : 1 720, 1 505, 1 460, 1290 

NMR(CDC1,) 8 <l:2.50(3H,s).3.89(3H,s).6.7-8.1(10H,m) 
No.4(9) 

i&.£:102-104r [x?y-rt,] 
20 NMR(CDCI,) 5fi:2.60(3H,s).4.10(2H,s),6.9-8.3(12H,m) 
No.4(10) 

H^lOS-llCC [x-9/-)V] 

NMR(CDC1,) 8 M:2.60(3H.s).3.90(3H.s),7.2-8.1 (7H,m) 
No.4(ll) 
25 Sfe*:88-89 , C [x*y-;l/] 

NMR(CDC1,) 8 <I:2.46(3H,s),6.8-8.4(l lH.m) 
No.4(12) 

li*:69-70r [x?y-;u] 

NMR(CDCI,) 5ii:1.35(3H.t.J=7.5Hz),2.93(2H,q.J=7.5Hz).6.8-8.1(10H,m) 
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No.4(13) 

IR(neat)cm 1 : 1 520, 1 505, 1 345 

NMR(CDCI,) 5<i:2.52(3H,s).6.7-8.4(10H,m) 

No.4(14) 

IROieaOcnr 1 : 1505. 1335 

NMR(CDC1,) 8 ii:2.52(3H.s),6.9-7.7(10H,m) 
No.4(15) 

IRCneaDcm-': 1590. 1485 

NMR(CDC1,) 8 fil:2.47(3H,s).6.8-7.8(12H,m) 
No.4(16) 

IR(neat)cm 1 : 1 680. 1 505 

NMR(CDC1,) 8 fit:2.47(3H.s).2.54(3H,s),6.6-8.1(10H.m) 
No.4(17) 

IR(neal)cm ': 1510,1 330 

NMRfCDCI,) 8 1t:2.52(3H.s),6.8-7.7(10H.m) 
No.4(18) 

IR(neaOcm': 1505,1250 

NMR(CDCI ? ) 8 fit:2.34(3H,s),2.45(3H,s),6.6-7.7( 1 0H,m) 
No.4(19) 

IR(neaDcm': 1505.1480,1 205 

NMR(CDC1,) 8 1i:2.53(3H,s).3.84(3H,s),6.6-7.7(10H.m) 
No.4(20) 

IR(neat)cm ': 1695.1505 

NMR(CDC1,) 8 fit:2.50(3H,s),6.7-8.2(10H,m),10.00(lH,s) 
No.4(21) 

R.6:94-95r [x*y-n>] 

NMR(CDC1,) 8 <i:2.49(3H.s).6.8-7.8(10H,m) 

(l)IIfi^Ti:2-7'D^-5-- h D/</X7^ft K 2.10g J: 1/4 - > 
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f - ;Uf- * 7 x - * 7 Bft 1 .50g, 2 Mj^Ki" M 7 4 9. Iml «fc h 7 * 

( h 'J 7i^^t.X7 -f >)/<7 '>'7A(0)0.32g £ b >^x.> 50ml fcjltfi* ^ - 

>:ft^x^;U= 5:1] T*ffi^1-tLlf, jffef£fitf>2 5 /W- 4 

- 4 - ^ h D — 1 , 1 * — tf7i-;i' 2.00g &&& e 
ll!*:93 -95'C [i*y-JU] 

NMR(CDC1,) * fI:2.52(3H,s),7.9-8.9(7H,m),10.1(lH.s) 
10 (2)^^vJ^'J7z-;i/*Xt-7i7D; K0.87g£j< .9J—fc lOmllCtg^? 
*,SifiT28%(W/W)+ h 'J 7A* K> * y->W£i?£0.35g £.£^2 

= ;U-4'-^f-^f" + -4 V P - l,r-H'7x-Jl/ 0.50g £ 2)D;i, T" 

"CpH5.0 UHSL, *«W*»tti"So »<bii^«««:*i5J:O f faft^7KT 

il/:»H7A^ o-7 h^77Y- [jgJtft; >:ft»ifJl'= 5 : 1 ] 

] *- kf7x — ;w 0.60g 
IR(neat)cm ':1515.1345 
20 NMR(CDC1,) Sfi:2.60(3H,s).6.4-8.7(14H.m) 

MS#ffl^Ti: 1 -7*n^E- 2 - (2.4->'7*tn7i;W) -4--h 
o^c>-t*> o.90g, 4 — ;U7xJi;uh »;7*f-;uf-> l.39g £>* XWf- 

V 7* 7s ( h 'J 7i-)V*^7^ >) ><7 y 7 A(0)0.09g 18ml HiDx., 

25 5 B#rotJD3&«3lLS*Se ^BftfritiLfclfc, *ETUiSifcfcffl*-f *„ 

fea8»**?i^°7h/?7^ - ;^^-9->:ft»xf-jl/=2:l] T* 

««i-*Llf, |&fe*Sfi«>2- (2,4 -•>'7JU*D7i-H/f- *) - 4'-^f-^X 

- 4 b o - 1 , 1 If 7*-^0.27g 
»£.:146-147t 
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NMR(dj-DMSO): S 3.31(3H.s),7.1-8.3(10H.m) 

2- (2,4-/7^iD7xMy) -4'->f t-4--hn-l,r- 
}£ 7 * - 0.70g fcttffc > ^ > 14ml Ci§JS S -ti\ 0-5tt'ra-^nD 
=f&0.29g *iHl;U m&l£X-2&fNimfttZ>o RIt«a^»<:fift*»**^ h 7 

v^*v7AT"&*IS-e\ aETi:»«E*«*1-&o $*b*ifc5S9ttfc.x* J - 
^-cnMi-fia. JSfet£fi<*>2- (2,4->'7Hn7xMv) -4'-^f 
;i,X;i/7 <f -JU^ 4 h n- 1, 1 '-£7x-*o.51g 
Bljft:137-138r [J-9S-)l] 
NMR(d 6 -DMSO) 5 <i:2.8l(3H,s),7.l-8.2(10H,m) 

nmm& 















C 




JIIMlNo. 




R 4 


R 2 


8(1) 


CHj ; COCH 3 


H 




8(2) 


CH 3 1 H 


NO 2 


-<>©~F 


8(3) 


CH 3 1 H 


CF 3 




8(4) 


CH 3 1 H 


CN 


-c£©-F 



*2 Offc^tt^tottfcJATUTFfo 
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No.8(l) 

®!*:125-126r [x*y-*] 

NMR(d 6 -DMSO) £li:2.57(3H.s).2.80(3H,s),7 .0-8.1 (lOH.m) 
No.8(2) 

NMR(d 6 -DMSO) £ fil:2.82(3H,s).6.9-8.4(10H.m) 
No.8(3) 

NMR(CDCI,) $ fii:2.78(3H.s),6.7-7.8(10H,m) 
10 No.8(4) 

J8i^:109-1 10TC [^**f>-4 7 7"d t^i-x ;Utf|£-v§&] 

NMR(CDC1,) £liI:2.78(3H.s),6.7-7.8(10H,m) 

IIM9 

2- (2,4 - v7WD7i -4'-^f ^f^-4--Fn-l,r- 
15 t'7x-^0.70g «rilfb>^U> 14ml UjgjR 0 - 5 rT'm- ? d ni§£.i. 
§&0.65g ^ii, SiB-C2l^iai«tt1-*o fcfiffi&K**-*- h 'J 7A 

-f+flcK-J- h »; ^A^g^ioJ: [>'t&fo^:J£7KT-Ji|S^:i7t^. **fiEK-?- 
^*v7A-c&&$-t*\ *ETU»«tSf*i-*o !^^:e B B a^7t^F'J 

iv*.* j- ^(n^mmx-m^B-tfiM. *fe*sfl*> 2 - ( 2 . 4 - > 7 >i< 

20 tn?iMv) - 4'- ;ux;i/*-;w- 4 h a- 1, 1 fc'7x^;u 
0.62g £?#£o 

».£:18l-182r 'J ;u 

NMR(d 4 -DMSO) 8 fit:3.30(3H.s),7.0-8.2(10H.m) 

nw\ 10 
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CH 3 


2 


N0 2 


H 


-oh® 


10(2) 


CH 3 


2 


OCH 3 


H 
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£3 b 






*' 


n 


R 3 


R 4 


R 2 


10(8) 


CHj 


2 
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83 C 



(°)n 



3!«§0»INo. R 1 n R 3 



10(15) CH 3 2 F H -O-® 

10(16) CHj 2 H COCfij -o^-F 

10(17) CH 3 2 CF 3 H -£©-F 

10(18) CH 3 2 H CH 3 -<>©-F 

10(19) CH 3 2 H OCH 3 -0%5}-F 



10(20) CH 3 2 NO z H ~CH=CH-@ 

10(21) CH 3 2 H COOCHj -O^-F 
10(22) CH 3 2 H CN -<>^-F 



I3a-c ff)it&to<Dm&*&TlZ7fi-i- 0 
No.lO(l) 

jg!*:149-149.5t: [>?y-;u] 
5 NMR(d 6 -DMSO) 8 111:1.1-2.0(1 0H,m).3. 1 2(3H.s),4.2-4.7( 1 H,m)7.3-8.2(7H,ni) 
No. 10(2) 

»£.:159-160'C [T-fc h - h V/U] 

NMR(CDCI,) (J€:3.00(3H.s),3.76(3H,s).6.5-7.8(12H.in) 
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NO. 10(3) 

NMRCdj-DMSO) 8 ffi:2.57(3H.s),3.27(3H.s),7.1-8.1(10H.m) 
No. 10(4) 

5 JK*:166-167'C [i*0-*-7-b h- MJ^ffi£i8Jfl|] 
NMR(d 6 -DMSO) 5 fi£:3.28(3H,s).7.1-8.2(10H,m) 
No. 10(5) 

NMR(CDC1,) 8 It :1.3-2.1(10H.m).2.20(3H,s).3.10(3H.s),4.2-4.5(lH.m).6.8- 
10 8.1(8H.m) 
No. 10(6) 

145 -147*0 O^y-*] 
NMR(CDClj) 5flt:1.3-2.2(10H,m).3.10(3H,s),4.3-4.7(lH,m),6.9-8.4(7H,m) 

No. 10(7) 

15 M .6:1 70-172*0 [x^y-H/] 

NMR(d 6 -DMSO) <5 fit:3.20(3H,s).7.5-8.6(12H.m) 
No. 10(8) 

|$l£:166- 167*0 [7-fc h 'J/l-] 
NMR(CDO,) 8 H:3.00(3H.s),3.80(3H,s).6.7-8.1(10H.m) 
20 No. 10(9) 

Si*: 182 -184*0 

NMR(d 6 -DMSO) 5 ft:3.29(3H.s).4.09(2H.s).6.9-8.2(12H,m) 
No. 10(10) 
».&:199-201*C 
25 NMR(d 6 -DMSO) <J fi:3.28(3H.s).3.95(3H.s).7.6-8.3(7H,m) 

No.lO(U) 

gt *:219-220 C C [x^/-^-7-b h- h'J H'M.&l&IBk] 
NMR(d 4 -DMSO) 8 fS:3.23(3H.s).7.1-8.4(1 lH.m) 
No.l0(12) 
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»£:125-126t: [i^y-JU] 

NMR(d 6 -DMSO) S fil:1.16(3H.U=7.5Hz).3.40(2H.qJ=7.5Hz),7.2-8.2(10H,m) 
No. 10(1 3) 

S^:186-187t; V H>zH 

5 NMR(d 6 -DMSO) d !I:3.30(3H,s),6.9-8.4(10H,m) 
No.l0(14) 

»*:103.5-104.5'C V 7*0 tf/Ux—f/U] 
NMR(CDQ,) 5 fit:3.10(3H.s),6.7-8.1(10H,m) 
No. 10(1 5) 

10 ».*:122J-125.0'C [T-bh-h'J*] 

NMR(CDC1,) (J fi|:3.06(3H.s).6.8-8.0(12H,m) 
No. 10(1 6) 

Hi! £: 153.5- 154.5X: [x*/-*] 
NMR(CDC1,) <JH:2.60(3H.s).3.09(3H,s),6.7-8.2(10H,m) 
15 No.l0(17) 

St*:132-133 , C O^-Zl'J 
NMR(CDC1,) <5 fl:3.10(3H.s).6.8-8.2(10H,ni) 
No. 10(1 8) 

»£.:119-120t; U V^Ot'JU-f^] 
20 NMR(CDCU) 5H:2.38(3H.s).3.06(3H,s),6.7-8.1(10H,m) 
No. 1 0(1 9) 

»j£:128-129t [x*y-n>] 

NMR(CDC1,) 5 fi!:3.08(3H.s),3.86(3H.s),6.5-8.2(]0H,m) 
No. 10(20) 
25 lt.ir:218-219t: 

NMR(d 6 -DMSO) 5 jI:3.31(3H,s),6.9-8.7(14H.m) 

No. 10(21) 

14^:141.5- 142.0t: [x?y-;U] 

NMR(CDC1,) 5 H:3.09(3H.s),3.92(3H,s),6.7-8.2(10H,m) 
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No. 10(22) 
SS*:163-164t: 

NMR(CDCI ? ) 5 fit:3.10(3H,s),6.8-8.2(10H.m) 

(1) 2->h + ->-4'-^f^x;^;^-4--FD-l,r-f7xr)i, 
5.60g 30ml & J: 0 f 47%*ffc*«tt 30ml £>*g&t&i:igJ$¥$-tf\ 4 B$|!!IU 

So f»fcftfc*tt*U***in];i, 1 NTKKft^ h 'J A7tog}£-CpHl2 KHEU 
***5WM-*o ^<bti/j7lc^U^i^^«-iD£, 1 Nffift"C pH2.0 UfMS U 

De^i-f- ju^jiii, atjRi-m^ fiwtfeHjgtt 2.20g '&btitzmxm 

JU*.=. JU- 4 - - h D - 1 , 1 -f7x;)b 2.00g £|#£ Q 
».£:250r&± 'J >U] 

NMR(d 6 -DMSO) 8 flt:3.28(3H,s),7.6-8.3(7H.m),l 1 .0( lH,s) 

(2) a*»H5CTi:60%*SEffct h 'J ^A0.06g£N.N- ^f)^*W7 5 K 5 
ml CZtlDx.^ MST*2 - H Ko + > - 4 *- * X JW*- >U- 4 -- h n 

-i.r-k'7x^)b o.4o g «r 5 frmx-frmmn-tz o raajt-c 30 #n«# t ^ 

REtft^U 40*CT-, v ? n^>^;i^rn ^ K 0.17ml ON. N->'>f** 
K2 mlM£ 15»WC«Ti-*o I^SJIt 30 #HHt# Ltz&, Ifit 
60%(W/W)*^ft± h 'J 0.05g £ftD£*o RIdR£1&K40T:?» ->^D^>f- 
K0J7mlON.N-v'-*f-JU**2»7$ K2 ml jgift* 15^WCi«Ti-*o 

feftfcOTtoK* tf^x-r^tliDx., aJRI-iitf, &f|feBJ$ffr 0.38g 
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0.34g %&Z>o 

tt£:169-171.5t: [7-th- M*] 

NMR(d 6 -DMSO) $ <i:1.3-2.4(8H,m),3.29(3H,s),4.8-5.3(lH.m).7.6-8.4(7H.m) 

%mm 12 

jM&GINo. R' n R 3 R 4 R 2 
12(1) CH 3 2 NO 2 

12(2) CH 3 2 NO 2 

12(3) CH 3 2 N0 2 

12(4) CWj 2 NO s 
12(5) CHj ^ N0 2 

No.l2(l) 

14.^:148- 149"C [x*/-*] 
10 NMR(d 6 -DMSO) <J ^i:1.30(6H,d.J=6.0Hz).3.30(3H.s).4.5-5.3(lH.m).7.6-8.3(7H,m) 
No.l2(2) 

lt£:127-129T: [x?y-;b] 

NMR(d 6 -DMSO) 5 <i :0.89(3H.U=6.0Hz)J.00-2.00(4H,m).3.30(3H,s).4. I9(2H,t, 




H -OCH(CH 3 )2 

H -0(CH 2 ) 3 CH 3 

H -OCH 2 Hg> 

" -CHg> 



H 
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J=6.0Hz).7.6-8.2(7H.m) 
No.l2(3) 

Sfc£:204.5 - 207'C 

NMR(d 6 -DMSO) 8 fI:3.27(3H.s).5.34(2H,s),7.42(5H.s),7.5-8.3(7H,m) 
5 No. 12(4) 

it*:182-184 , C [7-t h- h 'J *] 
NMR(d 6 -DMSO) 5 fi:3.26(3H,s),7.0-8.4(12H,m) 
No. 12(5) 

&!.£:1 10- 112*0 |>-^;UJL--r;iO 
10 NMR(d 6 -DMSO) 5 1i:0.9-2.4(12H.m),3.28(3H.s).4.9-5.5(lH.m).7.5-8.3(7H.m) 
HMfll 13 

4-'>7/-2- (2,4-/7)KD7x/#y) -4'->f-^Z^*ifl/- 1 . 
1 ' - M 7 x - )V 0.25g £ v * f- * X ;i> * * •> K 7.5ml Cjgftf $ .1 Wjgffii: 30% 
ii^bTK^TK 0.21ml iiJirfjKK* 'J O.Olg £flni., 80t;T" 2 B$p H Hft^i-^, 0 

15 Kfcm.%ty*fri£&iTm&^T)\<<nm.%mzijnz_^ 2N£&-cpHi.oizfii£u 

- b U ^T'f||$ B B H i-*llf , *feW4-*^^>f^-2- (2.4-->'7J^ 
D7i;4-» -4'-^f-;ux;b.+^ju- l , r- fc*7x^;uo.20g £f#& 0 

20 ®!£:233-234T: 

NMR(d 6 -DMSO) <5 fit:3.27(3H.s),7. 1 -8.2( 1 2H,m) 

%mm 14 

mmm 13 tPiicLt, s-*^/^* ^-2- (2,4-->'7;^d7xm 

v) - 4 •- 1 , 1 '- fc'7i^.;u£f#£ 0 

25 ii£:232-233t 

NMR(d 6 -DMS0) 5 <I:3.28(3H,s).6.8-8.3(12H.m) 
HJIffl 15 

2- (2,4->'7^to7i^-/) - 4 >^;u^;u^-;u- 4 h n- 1 , 
1'- t*7i-;W0.5g, jgM&0.43g, &ft:7 0.04g £^9y-)l5m\& 
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J:tT* 2.5ml O USD lB#ra»P»ija«E$^:-So ^»**it*L/j«, ft 
*XJU*-JU- 1, 1'- tf7i-;U0.33g 

NMR(d 6 -DMSO) * te:3.20(3H.s),5.52(2H,s),6.05(lH,d.J=2.0Hz),6.44( 1 H.dd,J=9.8Hz. 
2.0Hz),7.0-8.0(8H,m) 
10 16 

^&S0!)15 tl^M^LT, 5-75y-2-(2,4-y'7i^D7iy4-»-4' 

1 , 1 *-t'7x-J^i4 0 
Bl£:131-132"C [x^y-^-T-tF^F V *iB£*fll] 
NMR(d 6 -DMSO) 5 *I:3.22(3H,s),5.18(2H,s),6.7-8.0(10H,m) 

15 $kifam 17 

4-75;-2 - (2,4->'7;btD7x; + -» -4'->^^x;u*-;w- 1. 
1 --H*7i^;i/0.2g £t£it* + U>4 ml IIi§JS?£-£, tK^T, F'Jxf*?; 
> 0.09ml -fc J: 0**7KB^St 0.06ml £J(I-&»D;L, I^jSSt 2 B$F..Hf #1-* D JftfcjK^ 

^T'Sll^i-^tlf, jftfelS H B B^4 -7-t-?-;U7 < /-2- (2,4-y'7Jl,tn 
7xMv) - 4'->f-^X^*-^ - 1 , 1 '-lf7x^^0.13g £f#& 0 
M£:215-216T: [x ? y - >U - 7-t h - h 'J 
25 NMR(d 6 -DMSO) $ <i:2.02(3H.s).3.24(3H.s),7.1-8.2(10H,m)J0.12(lH,s) 
HJfefll 18 

Hi 17 fcHfllKLT, 5-7-bf;V7; / - 2 - ( 2 , 4 - v 7 o 7 x / * 
'» -4'-^"f^^^^-^- 1 , 1 '-fc^x-^^rlf^o 
«!.6:128- 129*0 [x^-i-7thxl«'J 
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NMR^-DMSO) $ fi|:2.10(3H.s),3.30(3H,s),6.9-8.l(10H,m).10.10(lH,s) 

mm 19 

2- (2,4->'7^tD7xy+y) -4'->f)^/^»-Jl'-l,r-lf7x 
- ; p_4 -£;i,*':/®M-7-;K}.30g ^vt^^> 6 mlCi§J8$-£, #v>T*, IN 
5 *mti- h V * A Tfcjgifc 6 ml £ SO , M?£T* 2 B^tf^l" * „ £ 2 N 

4» tttn^affftSri^^-^-Cffttfti-iltf, fcfe*&Atf>2- (2,4-->'7 

io >&0.22g &f#£o 

B!£:209 - 2]0r [x*y-*] 

NMR(d 6 -DMSO) 5 fl|:3.30(3H,s),7.2-8.1(lOH,m).13.0-l3.5(lH,bs) 
#tffcW20 

H*« 19 fcratR^LT, 2- (2,4- > >'7**D7j;#y) - 4 J**^* 
15 ;u*ji;u- i, l *-kf7i-;w- 5 - *Ml"-K c 
HL*:227-228t: 

NMR(d 6 -DMSO) 5 1I:3.28<3H.s).6.6-8.3( 1 1 H.m) 
21 

2-^c>'/^;u-4*-^f-^^^*-^-4- - h n - 1 . 1 ■ - tf 7 ^ — ;u 
20 l.OOg tx^/-*5 ml,* 5 ml HIV? h 7 £ W7 7> 10ml Ofo&fet&l-fe 

tK?%t, Tfcsfcfl:*?^ h v o.iog £ loa-wcira*, raaarcin* 

P H2.0 CSMSU *-«W*^lR1-*o f#^*i/j*«S«:*i5j:trfi&ftftffl*-C«{^ 

25 ^»$r*7A^n7F/77^- ;^ + ^>:SK^^^ = lO:l] -Cffi 

«1-*Uf , &*feBJ&» 0.74g £i#£o ft<bftfcHJB»*7-fc h — h ] ) Ji/T-ffftfl 
+ti\is iftfeft B B B^2- ( a -tKo + ^>v*) -4'->f^x;i,-t.-;i'- 
4 -jl h d- 1 . 1 tf7x-;U 0.65g i'&Zo 
»*:161-I63r [7-fch - h »;^] 
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NMR(d 6 -DMSO) S <i :3.30(3H.s),5.80(IH,dJ=4.5H2).6.30(lH.d.J=4.5Hz) I 6.9- 
8.5(1 2H,m) 

5-7-t?^-2- (2,4->'7A'tD7i;*v) -4'->^;ux;p*-;i/- 
5 1. 1 '-kT7x-;K).40g, IKt + ^> 0.07g tff'J >> o.08ml 

10ml UflD*. lO^P^to^S^^-tir^oRlSzg^^^TfciJ i^ftK 

f* <b ftfcJtS* H7A?D7F^77^- [iiUlK ; ^^r^ >:B^x^ ;u = 20: 
io 1] Tig ft If, ifelS B B B <7)5- (fl-tKo + H^if^) -2- (2, 

4- ->'7^tn7iy + v) -4'-^f-;ux;u*-;u- l . i • - tf 7 x - ;u o.20g 

lt*:223 - 224t: 

NMR^-DMSO) a <I:2.20(3H,s).3.27(3H,s).6.8-8.l(10H,m).l 1.25(1H,s) 

15 %i&m 23 

2- (2,4-/7Jltn7x^-» -4"->f^A^*-)U- l,l'-t'7i 
5 - ij)itf>& l.oog «riaft^ 10ml iAitl-*-)i> 
0.54ml i5J:lfN,N-/>f)ktJH7 5 K 0.1ml £JJ0;i, 1.5 BSfflilitS-e, j*E 
T{C»li*a*1-*o?#<bii/;«lff»«:'r h 7 t K n 7 9 > 10ml C 25% 
20 7>*^7* l.7ml £7fc.#TII?8TU 20-25"CT-24^fK«#1-^ o RE-iBS-ft 

05- *)W^^i/-2- (2,4->'7^*D7iy#-» -4*-^f-;u^;u* 

25 1. 1 --fc*7x-^0.50g £f#&o 

a*:232-233'C [7-t f - h 'i^j 
NMR(d 6 -DMSO) S i£:3.28(3H.s).6.8-8.3(12H.m) 
HSfeflJ 24 

a*»HATi:5"-7*D*-4*- (2.4 ->'7*tD7i/tv) -2"-- h 
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D7t h 7 — V K 1.30g, 4 ->f-^f-^7i-;W^^K0.62g, 2M»F'J 
^A7jcig?£3.4mlfcJ:t>*f- h 7 ( f >J 7 x~;U* X 7 < >)/*7->'7A(0)0.12g 
* MUi> 26ml HXVz-f ml I ~tJD;i, 2 BSfflttlftaffi 

s ^v/^te?t j£ETOti££©*-t*o ftbtitzn%toi:*3J*9n 
-7h7?74- Y)vj->] -eflms+itif, fefe*Si? H o5 -7-tf^7 

= y - 2 - (2,4-y'7)bt07iy^-» -4'-^f^f t-4--ho-i, 

l , -fc'7i-A'0.95g £f#£o 
16.6:138- 140t: [x*y-;P] 
10 NMR(d 6 -DMSO) <J'fil:2.12(3H,s).2.53(3H,s).6.8-7.9(9H,m),10.30(lH,s) 
%tttf 25 

5-T-tf-iUT5 2 - (2,4-y'7;i'tD7x; + -/) - 4 '- / ^f-*- 
4 - - h D- 1, 1 '-fc*7x->U0.90g Zi£\t**l'> 20ml ir»JKSi*\ *#T\ 
m- ? o n$$.i t #&o.99g £JJP;L, H£*-C 1 „ Rfcifc^JtofcfBfo 

S tlli* tfeg B B B 0 5-7tf^7 5;-2- (2. 

4- >'7^tD7iM-» - 4 >■ 4 - - h n - 1 , i •- kf 
7xz^ o.60g 

20 ».6:190-191.5t: /-A'] 

NMR(d 6 -DMSO) 5 1!t:2.ll(3H,s).3.30(3H,s),6.8-8.4(9H,m).l0.33(1H,s) 

nmm 26 

5- 7-tf ^7^y-2 - (2.4-->'7j^o7x;#-» -4'-^f-;ux;u* 

4-zbD-l,l *-fc'7x^JU 0.55g 10ml ^^^'6 Ni&& 

?# btitzti&m J: tft&«£*£*T-IIS*i5fc?*ft, M*«t»-7 * -> 7 A T'$£ 
.7-iuoiR^»JSET»lsai-nif, Hfel£ a B B <7>5-7S /-2- (2,4-->'7;u* 
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D 7xMv) - 4'->f-i^;kt-)i/-4--l»o-l ( r-i/7 i -,|,o.23g 

»J&2I2-213E [ftUxf^-xf^x-f ;WS£i£&] 
NMR^-DMSO) £ <I:3.27(3H,s).7.0-8.3( 1 1 H,m) 

%mmn 

-- Yu- 1, i '-fc*7^;U0.20g «rN.N-y>f^7-th7< K5 ml djgjg 
7fc#T, -x^/U**^'J^?n«; K 0.07ml £2JD;U 1 K5MM#1-* 0 

«fc tf&fQ&&*Tffi-&i*8M£, fcTMti&v ^* v A T-gj£ £ 

b b b^2- (2,4->'7;^d7x/#-» -5-xh+*'J^7W-4'->f 

)V7>)\,*=.)\,- 4-~ hO- 1,1 '-lf7:z-JK).18g 
St*: 158-159*0 

NMR(d 6 -DMSO) <J ii :1.35(3H,t,J=7.OHz),3.30(3H,s).4.40(2H,q.J=7.OHz).7.O- 

8.4(9H,m),11.40(lH,bs) 

3IJfefll28 

mm%m%T, 60%*SfffcT- Y >) 0.15g £&7k-r HtKn77>5ml 

5 ml jgjg flST L , iHjfigT- 30 S 0 RIfcft£»t: 2 - ( 2 . 4 - 7 

**D7x; + y) -5- + ;u<;u-4 , -^-? L ;i'^^- i,r-t'7xz^ i.3 0g 
££trx h 7 Ko 7 7 > 10ml ?§il££lfi-C?8T U ffifiKT- 1 l$|IStt# •*-*«, 
BU&tii&to £ * TKt-tJDx., 1 NfflttT-pH2.0 {-IWIL, Sfc&^>u-Cft&aj-r £ 0 

^*^>:gfc&x^;u = i0:l] T*ffl$g1-ti<f, SMWiMfctoo 3 - (4- 

(2,4->'7^tD7xM-» -3- (4-^W*7iXJH 7x-fl0 
T9>) ^xf-ii, i.50g £f#* 0 
IR(neaOcm"':l 7 10,l 505, 1 250 
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NMR(CDCI,) S ft :1.30(3H,t,J=6.0Hz), 2.50(3H,s). 4.20(2H.q.J=6.0Hz). 
6.40(lH,d,J=16Hz), 6.6-7.9(1 1 H.m) 

3- (4- (2,4-->'7)l'tD7x^-» -3- (4 ->f ^ft7x^;u) 
7x-jH 7? 'JlUft-xf-A' 1.50g Z&\t**)s> I5ml l-JUDx., 15tT-m-?n 
Di8*Ji.*ttl.2QgSr lOfl-WC^tiaSJntSo rafflarciBtW«#lfcft, 

W&b*3.9 S-^?*W&£k-ttUZ. *Sfettfl*>3- (4- (2,4-^7;^n 
7iM'» -3- (4-^f^**-*7ii«') 7x-;U) 7^'J*Kx 
f-^ l.OOg £?#£ 0 
»J&:llO-ll2t [i*/-*] 

NMR(d 6 -DMSO) £ :I.27(3H,U=6.0Hz), 3.28(3H,s). 4.20(2H.q.J=6.0Hz). 
6.70(lH,dJ=l6Hz). 6.9-8.4(1 lH.m) 
HJfefl) 30 

3- (4- (2.4-y'7**D7xy*-» -3- ^Ui*7i 
7 x-;u) 7? ^&i?->K).55g £x h7t Kn77> 10ml £J:r>'x.? 

mi(D$i£mm~imz-£. ms-t 1 N*»fi:* h «; ^A^at i.3mi * 
&m*5m+z>o &btifz*miz&&**)i'Zmz.s 1 n£r-c p h2.o cm 

>fV7 , oif^x-rJl/«rlDi, ZiS#-f ttlf, *fe@»0.44g £^£ 0 

Jfm*4 V-?u\£)l,T)l>zJ-)lsX'n&M i 1rti\£, lfefe a B B 0 3- (4- (2,4- 

•>'7Jl'tD7i/ + v) -3- (4-^f^Jl'*-*7x-*) 7x-;u) 7 

* 'J >U&0.30g £?#& 0 

JBL&:179-181X: 7 7*nfc';i<7;U3-;U] 
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NMR(d 6 -DMSO) $ fit:3.29(3H.s).6.60(lH.d.J=16Hz).6.8-8.4(12H,m) 

- (2,4->'7**D7x/ty) - 4 '- * ^JUX rt,*x*- 1 . 
j.-)VQ.5%g*&it*T\'> 10ml t: t)C<£T\ kf'J >*> 0.14ml 

5 £rtn*.& 0 *v»t\ if/l/**f'^^n»J K 0.19ml £?BTl> raSMt? 1 BtW 
a#i-4o »6ft£»***t-iD*., 2Ntt8tpHi.0i:i»U *«»*#JR 

AT«H, «ETi:»«E«:«i-r4o f»fe*ifc«ff»* 7-fc h - h 'J n-fc J: 

io -5-if*t^i'7i;-4 , -^f)i'X;^-;i'-l,r-if7i- 
^0.52g £ri#£o 

NMR(d t -DMSO) 8 ft :1.33(3H,U=7.0Hz).3.26(3H.s).4.33(2H.qJ=7.0Hz),6.9- 
8.2(1 0H,m),l 0.97(1 H,s) 
15 gffiffl 32 

31810131 ^ICLt, 2 - (2.4->'7^n7x;+-» 
HJ*:159-160'C [i^;-*-7t ^F'i ^iR^iSttt] 

NMR(d 6 -DMSO) 5 1fi :1.30(3H.U=7.0Hz),3.27(3H.s),4.32(2H,q,J=7.0Hz).7.2- 
20 8.1(10H,m),10.97(lH,s) 
HtfcW 33 
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m 8 <DitG®Kr)®&Z&T\Z7f;+o 

No.33(l) 

IR(ncat)cin':1505, 1345 

NMR(CDC1,) S m.2.5 1 (3H,s).3.8 1 (3H,s),6.8-7.8(9H.m).7.9-8.4(2H.m) 
5 No.33(2) 

IR(KBr)cm- , :2225, 1520, 1345 

NMR(CDC1 3 ) 8 11:2.50(3H.s), 6.9-7.9(9H,m). 8.2-8.5(2H,m) 
No.33(3) 

IR(KBr)cin':1525, 1350 
10 NMR(CDC1,) <5<I:2.46(3H,s), 6.7-8.5(1 IH.m) 
No.33(4) 
IR(KBr)cm ':2225 

NMR(CDC1,) 8 H:2.46(3H,s), 6.7-7.9(1 0H.m), 8.0-8.3(1 H.m) 
No.33(5) 
15 IR(KBr)cnT':2225 

NMR(CDCU) 8 lit:2.47(3H,s). 6.8-7.8(1 2H.m) 

No.33(6) 

IR(neat)cm ':2230 

NMR(CDC1,) 8 <£:2.50(3H.s). 6.7-7.8( 1 1 H.m) 
20 No.33(7) 

IR(neaDcm':2230 

NMR(CDC1,) £fil:2.50(3H.s). 6.7-7.0(1 H,m), 7.0-7.8(1 OH.m) 

No.33(8) 

IR(neat)cm 1 :2225 

25 NMR(CDC1,) $fit:1.0-2.3(10H,m). 2.55(3H.s). 4.2-4.7(1 H,m), 6.9-7.8(7H,m) 
No.33(9) 
IR(neat)ciii' l :1335 

NMR(CDCI,) 8 <I:2.47(3H.s), 6.8-7.8( 1 2H,m) 
No.33(10) 
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DKneaOcm'r^O, 1150 

NMR(CDCI,) S 1i:2.45(3H,s), 3.12(3H,s). 6.5-7.8(1 OH.m) 
No.33(11) 

mCKBv^-.MO, 1180 
5 NMR(CDC1,) S f£:2.52(3H.s), 2.58(3H.s), 3.86(3H,s), 6.8-7.8(7H,m) 
No.33(12) 

ROCBr^^lSlS, 1345 

NMR(CDCI 3 ) 8 fil:2.54(3H,s), 3.47(3H,s), 5.26(2H,s), 7.2-8.2(7H,m) 
No.33(13) 
10 IR(KBr)cin-':1710, 1520. 1350 

NMR(CDCI,) $ fI:l.l-2.6(8H.m), 2.53(3H.s). 4.2-4. 7(lH,m). 4.7-5.4(1 H.m). 7.0- 

8.3(1 2H.m) 

No.33(14) 

IROCBrJcin'rlSlO, 1345 
15 NMR(CDCI,) 5 -ft:2.54(3H,s), 6.65(2H.s). 6.9-7.5(7H.m). 7.9-8.6(4H,m) 
34 

m.m^m%.T. 1 -ru*- 2- (2,4->'7Un7xM-» - 5--fd 

^>-tf > 0.18g, 4 - T I / X )V*-)V7 3.-)\> h 'J mu+'s 0.22g i> <t tr-r h 
( h iJ7xr;l/*X7^ >) ^5y'7i (0) O.Olg £*vU> 4 ml Ktfflx., 

t«8ftt*7i?D7^57^- :Sfc®P^>u=2 : 1] 

s£iPb<7)4 '-T 5 y - 2 - (2,4-v7)l/tD7i^-» - 5 h 

a - i , i '- t*7i-;uo.i4g £ff £ 0 

25 IR(KBr)cm-':3350. 3260. 1 3 1 5, 1 165 

NMR(CDC1 3 ) $ flt:4.98(2H,bs), 6.6-7.6(4H.m), 7.6-8.4(6H,m) 
HifeWI 35 



WO 96726921 



70 



PCT/JP96/00499 



*9 


















n 1 

■1 

ro;, 






JUSWNo. 


R 1 


n 


R 3 


R* 


R* 


35(1) 




2 


NO, 


H 








o 


u 
n 






35(3} 






n 






35(4) 




2 


H 


CF, 


— o 




Mi i 


z 


14 

n 


CF 3 






Nrfc 


o 


u 
n 






00\f) 






u 

n 






35(8) 
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No.35(1) 

K(KBr)cm':3370. 3275. 1510. 1345, 1160 

NMR(CDC1,) 8 <i:5.08(2H,bs), 6.7-7.4(3H.m). 7.4-8.2(7H,m) 

No.35(2) 

5 IR(KBr)cm ':3350, 3270. 1340. 1170 

NMR(CDC1 3 ) 8 fg:5.04(2H.bs), 6.6-7.3 (4H,m). 7.4-8.2(6H.m) 
No.35(3) 

IROCBiOcm'iSSSO, 3280. 2225, 1345, 1 165 
NMR(CDCI,) £fl:5.18(2H,bs). 6.6-7.4(4H.m), 7.4-8.4(6H.m) 
10 No.35(4) 

IR(KBr)cm ':3345, 3265, 1335, 1170 
NMR(CDC1,) 8 <I:5.02(2H,bs), 6.7-8.2(1 IH.m) 
No.35(5) 

IR(KBr)cm':3325, 3250. 1330, 1150, 
15 NMR(d 4 -DMSO) 8 M:3.34(2H,s). 6.9-8.0(1 2H,m) 
No.35(6) 

IR(KBr)cm ':3370, 3255, 1335. 1160 

NMR(CDC1,) Sfi:l.l-2.3(10H.m). 4.2-4.7(lH.m). 5.02(2H.s), 6.9-8.2(7H.m) 
No.35(7) 

20 IR(KBr)cm ':3345, 3255, 2230, 1315, 1 165 

NMR(CDC1,) 8 ffi:4.83(2H,bs), 6.6-7.9(1 2H,m). 
No.35(8) 

IR(KBr)cm ':3375, 3285, 1720. 1330. 1160 

NMR(CDC1,) <?1S:1.27(3H.t,J=7.5Hz), 3.63(2H,s), 4.17(2H,q,J=7.5Hz). 4.92(2H,bs), 
25 6.7-8.2(1 OH.m) 
No.35(9) 

IR(neat)cm- , :3265. 1720. 1505, 1165 

NMR(CDC1 ? ) 8 m :1.22(3H.uJ=7.5Hz). 2.4-3. l(4H,m), 4.13(2H,q,J=7.5Hz). 
5.01(2H.bs). 6.6-8.1(1 OH.m) 
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No.35(10) 

IRtneaDcm-'^eS, 1720, 1505, 1165 

NMR(CDCI,) 8 ft :1.27(3H,U=7.5Hz), 1.7-2.9(6H.in). 4. 13(2H.q.J=7.5Hz). 
5.11(2H,bs), 6.6-8.1 <10H,m) 
5 No.35(ll) 

IR(neat)cin ':3380. 3255, 1700, 1165 

NMR(CDCI,) 8 ft :1.19(3H.U=7.5Hz), 1.0-1. 8(4H.m), 4. 12(2H,q.J=7.5Hz). 

4.98(2H,bs), 6.6-8.1 (10H,m) 

No.35(12) 

10 IR(neat)cin ':3350, 3265. 1720, 1340. 1 165 

NMR(CDCU) 8 ft :1.18(3H,U=7.5Hz), 1.6-2. l(6H.m). 2.4-2.9(2H.m). 

4.10(2H,qJ=7.5Hz). 5.15(2H,bs), 6.6-8.2(1 OH.m) 

No.35(13) 

IR(KBr)cm- , :3335,3245, 1710, 1340, 1160 
15 NMR(CDC1,) Sft:1.22(3H,t.J=7.5Hz). 3.57(2H,s), 4.15(2H,q.J=7.5Hz). 4.60(2H.bs). 
6.6-8.2(1 OH,tn) 
No.35(14) 

IR(neat)cm ':3355, 3265. 1720, 1340. 1165 

NMR(CDC1,) 8 ft :1.15(3H.t,J=7.5Hz). 0.95-1.8<4H,m). 4. 10(2H.q.J=7.5Hz). 
20 4.95(2H.bs), 6.7-8.2(1 OH,m) 
No.35(15) 

IROCBrJcm'^OO, 1510, 1345, 1165 

NMR(d 6 -DMSCM-D : 0) d ft:2.48(3H.d,J=5.5Hz), 6.9-8.4(1 OH.m) 
HffiflJ 36 

IR(KBr)cm-':2225, 1050 

NMR(d t -DMSO) 8 ft:2.79(3H,s). 6.8-8. 1 ( 1 2H.m) 

mum 37 
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«10 




JtttfflNo. R 1 n R 3 R 4 R* 



37(6) CH 3 2 H CN 

37(7) CH, 2 H CN 

37(8) CH, 2 H CN 



37(1) CH, 2 H N0 2 ~°-(^Jp-OM* 

37(2) CH, 2 H N0 2 ~°-^^-CN 

37(3) CH, 2 H N0 2 N J^l 



N 



37(4) CH, 2 H N0 2 -CH = CH-< ^ 

PI 



37(5) CH, 2 H N0 2 — C=C— (C 






37(9) CH, 2 H CN "^-^ 

37(10) CH, 2 H CN -o-^^ 

37(11) CH, 2 H CF, 

37(12) CH, 2 H -NHCO-fCHjfeCH, -o-^^_ f 

37(13) CH, 2 H -NHSOz(CH 2 ) 3 CH3 
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wr»3 
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-(CH=CH) 2 -COOEt 
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37/1 9* 




2 
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-OSCfeMe 




37(20) 


CH, 
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OMe 
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-0S0 2 Me 


37(21) 


CH, 
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N0 2 
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-pg-O 


37(22) 


CH, 
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N0 2 
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rf rf X^— 


37(23) 


CH, 


2 


N0 2 


H 


^COPh 


37(24) 


CH, 


2 


N0 2 


H 


-OCH 2 OMe 



No.37(l) 

IROCBiOcm'ilSlS. 1345, 1310, 1155 
5 NMR(d 6 -DMSO) 8 fil:3.28(3H,s), 3.79(3H,s). 6.8-7.3(5H,m), 7.9-8.4(6H.m) 

No.37(2) 

IR(KBr)cm ':2220. 1520. 1350. 1315, 1155 

NMR(d 4 -DMSO) 8 lI:3.26(3H,s), 7.1-7.5(3H,m), 7.7-8.5(8H,m) 

No.37(3) 

10 IR(KBDcm':1530. 1350, 1310. 1155 
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NMR(d 6 -DMSO) 8 fi:3.24(3H,s), 7.0-8.5(1 IH.m) 
No.37(4) 

1R(KBT)cm t :3465, 1520, 1345, 1315, 1150 
NMRCdj-DMSO+DjO) 8 fit:3.33(3H,s), 6.8-7.6(9H,m) 
5 No.37(5) 

IR(KBr)ciii , :1520, 1350, 1310, 1150 

NMR(CDC1,) <5flt:3.13(3H.s), 6.66(2H,s), 6.9-8.6(1 IH.m) 

No.37(6) 

IR(KBr)cin" , :2230. 1310, 1150 
10 NMR(d 6 -DMSO) 8 ii:3.23(3H,s), 6.9-7.5(3H,m), 7.6-8.3(8H,m) 
No.37(7) 

IR(KBr)cin- | :2225. 1300. 1145 

NMR(d 6 -DMSO) 8 fit: 1.0-2.3(1 OH.m). 3.33(3H,s). 4.4-4.9(1 H.m). 7.3-8.3(7H.m) 
No.37(8) 
15 IRdCBr^-'^O. 1320, 1150 

NMR(d 6 -DMSO) 8 <l:3.26(3H.s), 6.9-7.7(6H.m), 7.7-8.2(6H,m) 
No.37(9) 

IR(KBr)cm*':2235. 1300, 1145 

NMR(d 6 -DMSO) 8 ft :3.28(3H,s). 6.8-7. 1 ( 1 H.m)7.2-8.3( 1 OH.m) 
20 No.37(10) 

IR(KBr)cm' 1 :2230, 1315. 1155 

NMR(CDC1,) d fit:3.08(3H.s), 6.8-8.2(1 IH.m) 

No.37(ll) 

IR(KBr)cm':1315. 1150 
25 NMR(d 6 -DMSO) 8 fit:3.27(3H,s), 6.9-8. l(12H,m) 
No.37(12) 

IR(KBr)cm l :3245, 1630. 1310, 1150 

NMR(CDC1,) 8 fi:0.7-2.0(5H.m), 3.1(3H.s). 3.0-3.8(2H.m), 6.2-8.6(1 IH.m) 
No.37(13) 
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nKKBrJcnf'^S, 1305, 1150 

NMR(CDCI,) 8 il:0.7-2.3(7H,m), 2.7-3.7(2H,m), 3.08(3H,s), 6.7-8.2(1 lH.m) 
No.37(14) 

IR(KBr)cm':3290, 1640, 1300, 1145 
5 NMR(CDCI,+D 2 0) 8 fit: 1.5-2.3(8H.m), 2.5-3.0(1 H.m), 3.07(3H,s). 6.6-8.2(I0H.m) 
No.37(15) 

IROCBiOcm'rmS, 1655, 1315, 1150 

NMR(CDCI,+D 2 0) SfI:1.5-2.7(4H,m), 3.07(3H,s). 3.3-4.0(2H,m), 4.4-4.8(1 H.m) 
,6.6-8.3(1 0H,m) 
«o No.37(16) 

IR(KBr)cm- , :3345. 1690. 1310. 1150 

NMR(CDCI,+DjO) 8 ft :0.8-1.5(5H,m). 1.5-2.7(2H.m), 2.37(2H,U=7.5Hz). 
3.07(3H.s), 6.6-8.7(1 OH.m) 
No.37(17) 
15 IR(KBr)cm':1705. 1310. 1 155, 

NMR(CDCI,) 8 1i :1.30(3H,t,J=7.5Hz), 3.10(3H,s), 4.23(2H.q,J=7.5Hz). 

5.97( 1 H,d,J=l 5Hz), 6.6-8.2( 1 3H.m) 

No.37(18) 

IROCBiOcm': 1305, 1150 
20 NMR(CDCI,) 8 ft:3.04(3H.s), 3.09(3H,s), 6.6-8.2(1 2H.m) 
No.37(19) 

IR(KBr)cm-':1360. 1155 

NMR(CDC1,) 8 fi:3.08(3H,s), 3.20(3H.s), 6.6-7.5(6H,m). 7.7-8.2(4H,m) 
No.37(20) 

25 IR(KBr)cm':1355. 1305. 1 180. 1 150 

NMR(d 6 -DMSO) 8 ffi :3.15(3H,s), 3.26(3H,s), 3.88(3H.s), 6.9-7.3(2H.m), 7.4- 

8.2(5H,m) 

No.37(21) 

IR(KBr)cm-':1510. 1350. 1145 
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NMR(CDC1,) £fi:3.I4(3H.s), 6.7-9.0(1 lH.m) 
No.37(22) 

IR(KBOcm-':1515, 1350, 1300, 1150 
NMR(CDC1,) 8 fl:3.16(3H.s), 6.9-8.6(1 3H,m) 
5 No.37(23) 

IR(KBr)cin ':1710, 1520, 1350. 1315. 1150 

NMR(d 6 -DMSO) 8 fl:1.2-2.3(8H,m). 3.30(3H,s), 4.5-5.5(2H.m), 7.4-8.2(1 2H,m) 
No.37(24) 

IR(KBr)cin ':1525, 1345, 1305. 1145 
10 NMR(d 6 -DMSO) 8 fI:3.29(3H,s), 3.39(3H,s), 5.37(2H,s), 7.6-8.3(7H,m) 
38 

2- (2,4->'7J^D7x;+v) -4'-*f->l'XH'*- l,l'-lf7x 
- )V - 5 - * /U ** > & 3.20g X MfWN, N - V * * * *A7; K £ i£ft 
U > 30ml afkf-*-^ 0.86ml fcflTFU 1 P*ffljD»«ift3**o 

fc*lfcl*feilMfctt*fflfl:**-l'> 30ml ?K^T, VTV* 9 > 3.32g 

20 Ofi£»«EU»i»3^£fiT$M«a0.91gtf> h 'Jif'l'T $ > 9.1ml ig*u 
N£KT- P H2.0 *T««*frB1-*o ^ft/-W$l**fc«t t>*&*Q£ 

25 3 : 1 ] V/D^y-^-CSISfii-tU^ *SfeeS*>2- (4- (2, 

4-y'7JPtn7xM-» -3- (4-^f)^^-^7x-i) -7 sl — )1) 

IfcKxf-jp i.50g 
IR(KBr)cm- , :1720, 1315. 1150 

NMR(CDCI,)<5fit:1.27(3H.U=7.5Hz), 3.08(3H,s). 3.64(2H,s). 4. 18(2H,q,J=7.5Hz). 
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6.6- 7.4(6H.m), 7.6-8. l(4H,m) 
HJfefll 39 

nmm 38 t ur^r*)^*****- 

No.39(l) 

5 • 2 - (3- (2.4 - v*7HD7i;*y) -4 - (4 -^-?-^XJb*-JW7i 
IROCBiOcm-'rmS, 1300. 1150 

NMR(CDC1,) ^^l:1.23(3H.t,J=7.5Hz). 3.07(3H.s). 3.57(2H,s). 4. 15(2H.q.J=7.5Hz). 

6.7- 8.1 (10H,m) 
10 No.39(2) 

. 4-(4-(2,4-v7J^07xy4-»-3- (4 ->f*Xfl.*i*7i 
IRCneaDcm-'inSO. 1315, 1150 

NMR(CDCI,) 8 W. :1.22(3H,U=7.5Hz). 1.8-2.9(6H.m), 3.04(3H.s). 
15 4.12(2H.q.J=7.5Hz), 6.6-7.3(6H.m), 7.5-8.2(4H.m) 
No.39(3) 

• 2 - (3- (4-^f)^)^-*7i-JH -4- (2 - -✓^**->) 

IR(KBr)cm':1725. 1300, 1155 
20 NMR(d 6 -DMSO) 5 ft :1.21<3H.U=7.5Hz). 3.18(3H.s). 3.77(2H.s), 
4Tl3(2H7q7J=7:5Hz)r6.8=8r3(l-lH;m) 

HJfcffl 40 

2- (4- (2.4->'7)l'tn7xy^y) -3- *^^*i^7x 
i*) 7i-)H ft»xf«. 1.80g tN,N-/>W^7< KH&8?£i*\ 
25 0 - 5 *CTv* y * ^ 7 * f K 0.14g H X V + V 'J -7 ^ ^ b * v K 0.05g * tax. , 

^*->*/>-etE*3** *ETK»**«*+*» »^JW»«-*?ifn 
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rfrl*%tf>2- (4- (2,4-y7;^o7x/^-» -3- (4 - > f-;ux;b + 
-)Hi-)H 7x-)K - 3-t: Kn*v7*nfc*:j->&x^;i,o.9lg £?#a 0 
IR(neaOcm':3520, 1730. 1315. 1155 

NMR(CDCI,) <Sffi:1.26(3H.U=7.5Hz). 3.09(3H,s). 3.7-4.5(5H,m). 6.6-7.4(6H.m). 
5 7.6-8.2(4H,m) 

2- (4- (2,4-v'7J^07x/^-» -3- (4->f^XW-^7x 

- 3-t Kn + ->7*D tf* >^x^;uo.90g £*lffc;< ^ U > 
ft¥£-ti\ 0- 5X:X'*9 >7s)\,*-)V>7U*) y o.l8ml tiXVh 'Jxf^T; > 
10 0.63ml £t!D;L. 1ST* 30#R8}*#-*-£o SlSzg^^iXTKiJ «t xm®.*-* ^<r>\fi 
^UjJDx.. 2 NiSgTC pHl.O Cf3£U *rt£/i£#JR1-3o %h*iti^®m* 

MtSStSo fthtitzftflm-J vyof^x-f Ji^SrM, ««+*ildr, 
**fe*§ H B B <02- (4- (2.4-v7^to7xy+v) -3- (4-**>UX^ 
15 *;^7xcfr) 7 i-;iO T 9 } ) )\> 0.74g $:|#^>o 

IR^Br^m'rniO, 1300. 1150 

NNOKCDCl-,) <5H:1.33(3H.tJ=7.5Hz). 3.08(3H,s), 4.30(2H.qJ=7.5Hz). 5.93(IH.s). 
6.38(1 H.s). 6.6-8.2(1 OH.m) 
H&W 42 

20 a h p'-f ^j*^*** v-7A o.50g f-/ux;i/**-> K3 ml 

%^-1iA)J)-hjtn^-YJtJs-Y-^ 

^;i/X>l>**-> K5 ml t:j& 2 - (4- (2,4-/7i^n7xM 
>) -3- (4->f^x;i/*-;i'7x-;i') 7i-ji) 7? >; o.86g 

25 2 NiSKT pHl.O l-SfiEL, *«W«:^JR-rSo »f>n/L-|T«»«r*iJ J: tfffifn 

* 0 f#fc*ifc5*S1fefc*?4*"l-2 r ?7<- [vgsttfc; ^*-*> 

^=50 : 1] T'ffiSii-illf, Mfe^ B B B<7)l- (4- (2,4->'7^n7xM 

->) - 3- (4 f-Jl/X;U*— ;U7x— ^) 7ii ;U) v?D7 , D;0*A'.f 
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>g£i-7-;U0.57g ^r|#^> 0 
IROCBr^'iHlO. 1310. 1145 

NMR(CDC1,) $ ffi:1.0-1.4(5H,m), l.4-1.8(2H,m), 3.08(3H.s). 4.13(2H.q.J=7.5Hz). 
6.6-7.5(6H,m). 7.6-8.2<4H,m) 

5 %mm& 

2 - (4- (2,4-->'7'l'tD7xy4-» -3- (4-^f^^)^-*7i 
i*) 7x-;V) gfc&if-A' I.OOg iJ itFl .4 ->'rD«r;> 0.27ml £N,N — 
y* AT 5 K 10ml TK^THTK^ft^ h 'J 0.09g iiJUx.. 

Sfi-C 1 I^W«»-r4o S**^Tt:*3Rfk-J- h 'J -7 A 0.09g SrUnx.. SiST 1 B# 

pHl.O KSMSU *r««*59-JRi-4o &&*i*:Wtt***fc * tff&»&£rt"eAfcfc 

^«:*7A^07(>^77^- [v§*fcifc; h*x> :ftKif^=9 : 1] 
-CffilH-tUf, *felS B B a O 1 - (4- (2.4->'7/PtD7x;+-» -3- (4 
is -^f)i/X)Kt-^7x;^) 7x-)H */9 v<>9 >fi )\,*>&^+)U0.54g 

IR(KBr)cm , :1720. 1315. 1155 

NMR(CDC1,) 5 ffi :1.18(3H.U=7.5Hz). 1.5-2.9(8H.m). 3.09(3H,s). 
4.12(2H,q.J=7.5Hz). 6.6-7.5(6H.m). 7.6-8.2(4H,m) 
20 HfiSfl) 44 

— nmt43-tmm-tx-r-i — u---(~2-4--^^~d-7-w%->-)-— s-=-u- 

i> o 

IR(KBr)cm' : 1 720.1 3 1 5, 1 1 55 
25 NMR(d 6 -DMSO) 8 11:1. 14(3H.U=7.5Hz), 0.9-2. 2(8H.m), 2.2-2. 7<2H,m). 3.26(3H.s), 
4.lO(2H.q.J=7.5Hz). 6.7-7 .6(6H.m). 7.7-8.2(4H,m) 
HSfefll45 

2 _ ( 4 _ (2,4-v7)^n7x/Jr-» -3- (4-^f'^^-^7x 
7iiflO gfc&x-f- ^ 2.90g fcx* y-JH5ml t:j&»^-*, 1 N*»ft^ 
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J: tffi»*:!fc*^ffi*ifc»ft* &7kfic&-7 ^ * v ^ ^ T-£i&. ? 

fe&HB£>2- (4- (2,4-/7)PtD7x^-» -3- (4->f 
-;u7i^;u) 7x-jH BfcBfc i.60g 
IROCBOcm-'inOS, 1310, 1 145 

NMR(d 6 -DMSOD 2 0) 8 M:3.26(3H,s), 3.68(2H,s), 6.6-7.6(6H,m), 7.6-8.3<4H,m) 
Hlfeffil46 

uterus tmm^LXs mn<7)it&®z®z>o 
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[11 




(O)n 



fgSBWNo. R 1 n j£ R 4 [£ 

~ ~~~ F 



46(11) CH> 2 H 

46(12) CHj 2 H 

46(13) CHi 2 H 

46(14) CHj 2 H 

46(15) CH» 2 H 



46(1) CH, 2 H -(CKj) 2 COOH ~0"^ ^-F 

46(2) CK, 2 H -(CH,),COOH _ 0 _^""\_ F 




46(3) CK, 2 H -(CH=CH) 2 COOH -0 _^ 

46(4) CH, 2 H -(CH2) 4 COOH -o 

F. 



46(5) CHj 2 H -CH(CH 2 OH)COOH -p-^ ^-f 



46(6) CH, 2 H 



COOH 



^COOH F > 
46(7) CH, 2 H 2S -O- 



46(8) CH, 2 H 
46(9) CH, 2 H 
46(10) CH, 2 H 



s^COOH 

o 


-0^>F 


v^COOH 
OH 




^COOH 




F 




syCooh 




NH 2 




V.COOH 

o 








-OCHjCOOH 


-C^>F 


•0(CH2)4COONa 
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JtffittNo. R 1 n 



46(16) CH» 2 



H 



46(17) CHj 2 -CHjCOOH 



46(18) CH» 2 



46(19) CH, 2 H 



46(20) Nl-fe 2 H 



46(21) NH, 2 H 



46(22) NH? 2 H 



46(23) NHj 2 -CH,COOH 



46(24) Nhfc 2 ^ 



46(25) NHj 2 



46(26) NhHj 2 



COOH 



H 



H 



N0 2 
H 

-CH?COOH 

-CONHCH 2 COOH 

-ChfeCOOH 
.COOH 
,COOH 



H 



-CHjCH£OOH 



-(CHzfeCOOH 



3U1 ^t^%0»tt<rJJlTU^i-« 



-CH=CH-COOH 
R 

-o 



-O 





-O 



-O 



-o 



-O 



-o 



-o 







46(1) 

IR(KBr)cm ':1710, 1300, 1150 
5 NNfl^CDGj-fDjO) 8 fi:2.6-3.2(4H,m), 3.09(3H.s). 6.7-7 .4(6H,m). 7.6-8. l(4H.m) 
46(2) 

IROCBiOcm'inOO, 1315. 1150 

NMRCd^-DMSO) $ fi:1.7-2.9(6H.m), 3.28(3H.s). 6.7-8.3(10H,m), l2.12(lH,bs) 
46(3) 

10 IROCBrJcm 1 : 1685. 1310. 1150 
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NMR(CDC1,+D 2 0) 8 fit:3.09(3H.s), 5.98(lH,d.J=15Hz). 6.6-8.2(1 3H.m) 
46(4) 

IR(KBr)cin' l :1725. 1150, 1295 

NMR(CDC1,+D,0) 8 ^:1.5-2.0(4H.m). 2.2-2.8(4H,m). 3.08(3H.s), 6.6-7.3(6H.m). 
5 7.6-8. l(4H,m) 
46(5) 

lR(KBT}cm':3445, 1735, 1300, 1150 

NMR(CDCI,+D 2 0) 8 M:3.09(3H,s), 3.7-4.4(3H,m), 6.6-7.5(6H,m). 7.6-8.2(4H.m) 
46(6) 

10 DKKBiOcm'iniS. 1305. 1150 

NMR(d 6 -DMSO*-D : 0) 8 H:3.23(3H.s). 6.08(lH.s), 6.32(lH.s). 6.7-7.7(6H.m). 7.7- 

8.2(4H,m) 
46(7) 

ROCBrXan-'ittSS. 1315, 1155 
15 NMR(CDC1,+D,0) *tt:1.1-l.5(2H.m). 1.5-1.9(2H,m), 3.08(3H.s), 6.6-7.5(6H.m), 

7.6-8.2(4H.m) 

46(8) 

IR(KBr)cm ':1735, 1685. 1310. 1150 

NMR(CDCI,) <Jfil:3.10(3H.s). 6.6-7. 4(5H.m). 7.6-8.5(5H.m) 
20 46(9) 

IR(KBr)cm il :3450.-l-720-I300,-M-50 

NMR(d 6 -DMSO+D 2 0) 8 fI:3.26(3H,s), 5.10(lH.s), 6.7-8.2(1 OH.m) 
46(10) 

IR(KBr)cm': 1730, 1315, 1155 
25 NMR(d 6 -DMSO+D 2 0) 8 1I:3.23(3H,s). 6.08( 1 H.d.J=48Hz), 6.7-8.3( 1 OH.m) 

46(11) 

IR(KBDcm-':3450, 1315, 1150 

NMR(d-TFA) 8 it:3.30(3H,s), 5.57(lH,s). 6.7-8.3(1 OH,m) 
46(12) 
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IR(KBr)cm':1690, 1325, 1155, 

NMR^-DMSO) £iI:1.4-2.8(8H.m). 3.28(3H,s). 6.7-8.3(10H.m), 12.33(1 H.bs) 
46(13) 

IR(KBr)cm ':1685, 1310. 1150 

NMR(d 6 -DMSO) S fig: 1.0-2. l(8H,m), 2. l-2.7(2H.m). 3.27(3H,s). 6.7-8.2(10H.m). 

12.40(1 H.bs) 

46(14) 

IR(KBr)cm l :1725, 1305, 1150 

NMR(CDCVD 2 0) S 1i:3.08(3H,s), 4.70(2H.s), 6.7-7.4(6H.m), 7.6-8.2(4H.m) 
46(15) 

DKKBr)^" 1 :3390, 1310. 1150 

NMR(d 6 -DMSO) S 1I:1.4-2.2(6H,m), 3.22(3H.s). 3.8-4.2(2H.m). 6.7-8.2(1 OH.m) 
46(16) 

lR(KBr)cm- , :1720. 1300. 1150 

NMR(CDa,+DjO) S li:3.08(3H.s), 3.62(2H,s), 6.7-8.2(1 OH.m) 
46(17) 

IROCBiOcm'imS, 1310. 1145 

NMR(d 6 -DMSO) $ li:3.18(3H.s). 3.69(2H.s), 6.6-8.2(1 lH.m) 
46(18) 

IR(KBr)cm':3390, 1720. 1655. 1300. 1150 

NMR(d i -DMS<^-D 2 0)-5 ^fll:3r28(3H^)-3T8-4r2(-2H^ni)r6r7-8^6(10H.m) 

46(19) 

IR(KBr)cm- , :3370. 1715. 1310. 1170 
NMR(CDC1,+D : 0) S fI:3.62(2H.s). 6.6-8.l(10H.m) 
46(20) 

IR(KBr)cm-':3375, 3285. 1690. 1315, 1170 
NMR(d 6 -DMS04-D,0) $ 1i:1.0-1.7(4H.m), 6.6-8. l(10H,m) 
46(21) 

IROCBiOcm'^SO, 3240. 1710. 1325. 1 160. 
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NMR(d 6 -DMSOfD,0) 8 tt: 1 .4-2.8(8H.m), 6.7-8.2( 1 OH.m) 
46(22) 

IR(KBr)cm-':3330. 3210. 1720, 1320, 1160 
NMR(d 6 -DMSOf D 2 0) 8 H:3.58(2H,s), 6.7-8. l(10H,m) 

5 46(23) 

mflCBrJcm'^SS. 1685, 1330. 1165 

NMR^-DMSO+DjO) 8 1i: 1 .0- 1 .6(4H,m), 6.7-7.9( 1 OH.m) 
46(24) 

IR(KBr)cm ':3365, 3265, 1715, 1335, 1160 
10 NMR(d 6 -DMSO) £fit:2.3-2.9<4H.m), 6.6-8.1(1 OH.m) 

46(25) 

m(KBDcm-':3360. 3280, 1735, 1 165 

NMR(d 6 -DMSO+D 2 0) 8 lit: 1 .6-2.9(6H,m). 6.7-8.2( 1 OH.m) 
**«47 

15 3- (4- (2.4-/7^D7xM'» -3- (4->f*^«'*-«'7i 
7i;jM 7^>Ugx^;i/0.75gi3<tU f 5%><7V^A-^0.25g tN. 
N-v^f-ll^t^A7; K 7.5ml CtJDx.. fET, ij&%MT * 30 

W-tZo **gtt*r»*Lfc&. flSi£KBfc&x^£tt];i> TKfc-trafn^ilTK-C 

20 rt.fcfcStoC'f V7*a tT;ui-r;u«r»nx.. &JR-**Uf, ifelS B B a W3- (4- 

- ;u) 7*o tf^"^K^^^0.56g 
IR(KBr)cm': 1720. 1315. 1150 

NMR(CDCK) 8 fit:1.23(3H,LJ=7.5Hz)2.4-3.1(4H.m). 3.08(3H.s), 4.12(2H,q.J=7.5Hz). 
25 6.6-7 .4(6H,m), 7.6-8. l(4H.m) 

mum 48 

2- (2,4-/WD7iM'» -5-** 5*- 4*-* 1.1' 
-e7x-;H.00g*«ttf ( ( 1,3 -V** V7>- 2 F'i7x 

- ^A7n ~ K 1.57g fcfflffc^f-l'* 10ml HUD*, tK^T, rt'J^A 
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teit-7*h*v K 0.41g Z&tiQ-tZo rafflS"? 2 i*IBI«#LfcflL *<bu:M?2 
5 6 lOml J: V 1 . 4 - y * > 10ml SrSDx. , liSt* 24 ftffll 

10 2- (2,4 -/7^tD7i; + -» -5- (2-**5 fci-f — A*) - 4 ^ 
f-^f-t- 1, l'-tf7i-JU 0.90g 
IROieaOcm'^O 

NMR(CDC1,) 5 1i:2.53(3H,s). 6.4-7.8(1 2H.m). 9.75(1 H,d,J=8.0Hz) 
HJfefll 49 

15 v'xfji/*7*;ftgxf)i, 0.51ml «r&tfr h 7 KD77>5 ml OjSiltU* 
60%**ft-^ h 'J •> A 0.10g £##Ji£Jjn1-*o *V»T\ 2- (2,4-->'7 
J^07iM-» -5- ( 2 - + 5 ;bxf-)H - 4 "- * 1 . 1 • 

"t'7i-^ 0.90g Or h v fc K o 7 7 > jg$ 5 ml £?3iT L , SiST* 1 B$NMt& 

4v7v\£n,Ji--Tn,t:mi % mVLi'tll£ y *felS H B a <0 5- (4- (2,4-->'7 
;u*D7xy -3- (4-^^ + 7^)1,) - 2, 4 ^ ->'i>K 
xf-;uo.52g £f#So 
IR(KBr)cm ':1710. 1625 

NMR(d 6 -DMSO) 5 fig :1.25(3H,U=7.5Hz). 2.50(3H,s), 4. 18(2H,q,J=7.5Hz), 
6.10<1 H,d.J=l 5Hz), 6.7-7.8( 1 3H,m) 
Xtfetil 50 

HJS0IJ47 tRIttULT, 5- (4 - (2,4-/7J^D7iy+y) -3- (4 
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IRCncaDcm-'rnaS. 1315, 1155 

NMR(CDC1,) **:1.24(3H.U-7.5HzX 1.5-1.9(4H.m), 2.2-2.9(4H.m). 3.07(3H.s). 
4.14(2H,q,J=7.5Hz), 6.6-7.4(6H.m), 7.6-8.2(4H.m) 

5 nmms\ 

g^^.g^ T y ^^^ ;U/+ ^;U^^;U*^*>K->'x^-^0.65g ^Th7HKo 

(1.68 N) 1.68ml **TU RiftST 1 * = 

2- (2,4->'7a"ro7i/+v) _5_;^;^ = ;^-4 , -;<*>^-^*-l,:l , 
io -tf7x->H.00g ££trr h 7H KD7 5>»iS 10ml t:»TL (^SST' 1 B# 

2Nffl|tpHl.O UlWU ft**.*:******-^**! 

is ;u=3 : 1] -effHli-ntf, ftfer4»^2- (2.4->'7Kn7x^v) 
_ 5 _ (2-^;^^*-^-^) -4'-^i^t-l.r-l^7x; 

;u 1.30g SrfSf&o 
IR(KBr)cm':1295, 1125 

NMRfCDCl,) 5ifi:2.51(3H.s). 3.01 (3H,s). 6.6-7.8(1 2H,m) 

20 mmm 52 

2£-fcm7-tiTO-^u^ 

;p) _ 2 - (2,4->'7^to7xM-» -i,r-t'7x-;^H4, 
IRCKBr^m-': 1305, 1150 

NMR(CDC1,) S m :2.89(3H.s). 3.07(3H.s), 2.8-3.4(4H.m), 6.6-7.4(6H.m). 7.6- 
25 8.2<4H,m) 

n»w 53 

1 , r -t*7x-^1.35g, 37ftHMfW**-^ 1-03^ v*7^*>U* 
*vK7mli5J:^f7tKo77>7ml *>ft*»t=**T* * 'J 9 A ten- r 
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K0.57g £JJD;L» 2mfSlimLtz'&. S <b CMiST* 2 * 0 
^««:**iJJ:V»BStif-^oi|^i;JDx., 2 N£KT- P H5.o CfBSU 

Kfctf **flt7JU$-7/, o.50g tin*, 1 B#M!wa!fc»8l[$-£*o ^ig 

»fctt*Lfcft, *ETi:*&*S*1-*itf, fcfe?lMKtt*>2- (2.4-2/7* 
^•D7iMy) -5- (l-.tJK*xf^) - 4 *f-)\,7s)\,* — )V- l . 
I '-tf 7x-;uo.80g £*#S 0 

NMR(CDCl,) * fl[ :l.50(3H,d.J=7.5Hz), 3.09(3H.s), 3.75(lH.q,J=7.5Hz). 6.6- 
7.6(6H.m), 7.0-8.2(4H.m), 9.75(1 H.s) 
HJfeP0 54 

2- (2,4->'7^tD7x^y) -5 - (l-**UxH) _ 4 ._ y ^ 
)V X )V * x * - 1 , 1 ' - fcf 7 * - )V 0. 80g £ X tmmm 0. 98g £ x 9 S - )l> 80ml 

24ml <0rI&i&U7jn*., iST 1 N*Kffc*- h »J 7 9.6ml 
i"4o PJi&gT-30frffi##L£&, U J: OWKi* 

tUl £ <t O'&fQ fttt*-CJW^:iJfe#ft , ft 

ftKif- A,] TttKi-JUf. 2 - (4 - (2.4-v7)^D7x;+v) 

-3 - (4-^fJ^^*-^7x-/l) 7 x :=.*>) yp tf*>&0.02g £f#£ 0 

IR(KBr)ciTd: .1.700.-1 3.1 .5.J.1 55 

NMR(CDCI,+D,0) S fiI:1.55(3H.d,J=7.5Hz). 3.08(3H,s), 3.80(IH.q.J=7.5Hz), 6.5- 

8.2(10H,m) 

Ilf! 55 

a*#HlKT\ x h 7 Kn77> 5 ml i:->'>T V7u\£n,7 ; > 0.31ml £flD;i, 
-78t:T% n-7f-JMif)A^t>ilS (1.68 N) 1.33ml SrfljTU MS 
T\ lBfHiWM-So ovv-c, 2- (4- (2,4->'7^*n7xy+y) -3 
- (4 ->f jL'X^*->l'7xXjl') 7x-)l/) gftgxf-;i/ i.O0g<7)-7- h-7k: Kn 
77>M5 ml *iTL, infcmW-tio R£ffifc«9UGg*fl:&*0.74g*>-f 
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F7HKn7^>W5mlt?l7L, HJSST- 1 B*HI«#Lfcft, 1 B#|« 

«#t4o RSil^^ W J: Ul^f J^JSofti:JlOA, 2 NilKT'pHl.O 

ft, «ETt;is««:a*i-4o rutins 

^Hn?D7i«^7^ [ifftifti^t^^K^^S : 1] Tffi 
H-ftltf, &fe?a»£l#So &<b*lfcylMfc»* 50%7-t h >*20ml CtJOx., £ 
ia-C*»«0.42gt»li, 4^n«»i"*o^*»*«*^ tt»***.ttfftK 

20 : 1] T-ffi^i-^lf, *feilM*»tf>2- (4-(2.4->'7^D7iMy) 
-3 - (4 ->f*Z**;A-7i-*) 7x-)H * r JW**S'*»x*/K>.19g 

IRdwaDcm-'inSS. 1685. 1320, 1 150 

NMRCCDCl,) S m :1.42,(3H.U=6.5Hz). 3.10(3H.s), 4.45(2H,q.J=6.5Hz). 6.7- 
7.5(4H.m), 7.7-8.3(6H.m) 
HJfefl'J 56 

2- (4- (2.4->'7^tD7zy+v) -3- (4-^fJ^)^;^7i 
-;u) 7xx;H &gx*;uo.20g, N-7n*3M*Ko.08g, 2.2'-7*/tf* 
v/fDz h 'J ;u) O.OIg ^E9i£fk^4 ml tUJDx., 1 I^RIAO<fcS% $ o 

fc $ftJf * «t tftefflftffi* ■CH*fll:*ft v ft ^ * v 7 A "Ctetl £ ■£ , 

^>:*»if«'=3 : 1] ■effiMI-nif, ife?M02-7-D^-2- 
(4- (2,4->'7^D7iMy) -3- (4 -^^iux;u*^;u7x-;u) 
7x-JU) fifc&x^n,0.22g £?#£o 
IR(neat)cm- , :1740. 1315. 1155 

NMR(CDC1,) *fl[:1.30(3H.tJ=7.5Hz). 3.08(3H.s). 4.26(2H.q,J=7.5Hz). 5.35(lH,s), 
6.6-8.2(10H.m) 
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mmm 57 

2-rn^-2- (4- (2,4-v'7iltn7i/^v) -3- (4->^>UX 
^t>-Jl'7x-;b) 7x-;i/) ft»if-/l/0.60g, 7-fch> 12ml*5j:cr*3 ml <T> 
0.58g fcSDx.. S»T5«FM*»-r4o Lfcfc, i§.tfc 

KKif^=2 : 1] -CttKi-tuar, Mfe«lttft0 2- (4- (2,4-->*7;u* 
D7iM-» -3 - (4->f*x**-Ji'7xiJl') -2-tK 
10 n*vgf=$x-^;K).23g £ff 

IR(KBr)cm':3480, 1735. 1305, 1150 

NMR(CDC1,+D 2 0) B U :1.27(3H.U=7.5Hz), 3.08(3H,s), 4.28(2H.q,J=7.5Hz). 
5.20(1 H,s), 6.6-8.2(1 0H,m) 
Uttffl 58 

15 2 -7n^- 2 - (4- (2,4 - ->'7 o 7 jl / * ->) -3- (4->-?-^x 
A/*-/U7i-^) 7i-)H ftK-X.f-JK).59g £7-fc h- h 'J JU 5 ml C?£ft?S 
ii\ IST'7 -yft||0.29g ££tr7-te h- h ') *5 ml fcflfFU l2B$TO#1-£ 0 

7 7 -r - ; : »»xf-^= 3 : l ] -cHR-rtu^ jfefeifrKft 

20 C02-7;U^-o-2- (4- (2,4->'7*'*D7xMy) -3- (4-**- 

;kXJU*xju^^xji/-)^-^-^.-;u-)-^Kx^i'0 ; 45g-$'f#v2)^ 

IRCneaDcm-'MTSS, 1315, 1150 

NMR(CDC1,) 8 4t :1.28(3H,U=7.5Hz), 3.09(3H.s). 4.28(2H,q,J=7.5Hz). 
5 .80( 1 H.d.J=48Hz), 6.6-8.2( 1 OH.m) 
25 59 

2-7*D*-2- (4- (2,4-'>'7)l't07xM-» -3- U-^f-Jl/* 
;u*x ;u 7 x - ;u) 7 i - ju) ftSxf ;u o.60g * N, N - > ;u* K 
lomi \z.mnz-*s WfrervM-t h «j 7 a o.osg fcan*., 1 «FHi*»i-4o rid 
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7n->nt-eH, «ETU*««r9*tSo ftfc*i.fc»Stt**?i.* 
07 k ^7 7 * - ; h : R*-**-/^ 9 : i ] ■cfflKi-titfM'fe 

i»2-7->'K-2- (4- (2,4-/7J^D7xM-» - 3- (4- 
5 ^f-;wx;u*ji;u7i-;u) 7x-;u) ftKxf ^ 0.63g £?#& 0 
IR(neat)cin':2lia 1735, 1315, 1150 

NMR(CDCI 3 ) 8 fit :1.42(3H,t,J=6.5Hz). 3.10(3H,s), 4.44(2H,q,J=6.5Hz). 6.7- 

7.3(4H,m), 7.6-8.3(6H,m) 

HJfefll60 

10 2-7vK-2- (4- (2,4-/7)^D7i; + y) -3- (4-^f-rt'X 
WiHxi)H7i- ^ 0.63g H «fc t>* 5 % ><7 v 7 A - 0.20g 

*Lfc8L &JETUi§&£@*1-*Uf, Jf ferE&tt^cD 2 - T ^ J - 2 - (4- (2. 
4-v7^t07i/+y) -3- (4 - J^)Lt-^7x;)H 7x-;u) 
15 gfc&x.^;U0.12g £f#*c 

IR(neat)cm ':3380. 1735. 1315. 11 50 

NMR(CDCI,) <5H:1.23(3H,U=7.5Hz). 3.08(3H.s). 4.20(2H.qJ=7.5Hz). 4.62(lH.s). 
6.7-8.2(1 2H,m) 
Hffiffil 61 

20 2 - (2 , 4 -y'7A'to7xMv) - 4 > f - 5 - ^f^Xi 

^t + -> — 1— l'-^-x^Hl^OOg— 1— 4-y^-+#~>-30ml-fe-J:-^-l-N-7K— 

25 ft, jft*ttBft-7/*v7A-ete*$-e, «ffTU»«E_«:ff* + 4o »t>n^»Sf 
ft* h;bx>T*H^ B B H 1-tL{f, *fefe a B H <7)2- (2,4->'7J^n7xy+v) 
- 5 - £ Kn*y-4'-^f A'^^-fl'- l,l*-tf7x-Jl<3.40g 
IR(KBr)cm':3460, 1300. H50 
NMR(CDa,+D,0) £lfi:3.08(3H.s). 6.5-8.2(1 OH.m) 
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%ti&ffl 62 

2 - (2,4-*>'7;i/^D7x/4rv) - 5- HKd4rv-4 > X 
-1,1 ' - 7 x - ;u i.oogis«ty f N,N-vV^;i/*;w^T ^ K lOmKOii^c 
7K<tT, * , J7Atert-7'h + ->K0.33g$r^i!l^n-r*o RlL-I^CTntil 

n,(DifL£yHzmz., 2N£grC*pH1.0 Up?£U *T&®£#IR1-So fthtltzfi 

&m £ zfcfc «t tff&f D trE^T-JII.fctfc > ^ * •> 7 a v$tm S it , ft 

MIA ; h*x> rftttxf-iu^io: l] &fe£a B a <?)2- (4- (2. 

10 4-'/7^tD7x/'+v) -3- (4-^f/^)kt»-^7xr^) 7x/ + 
•» ft&x-^n.OOg 
IR(KBr)cm-':l745. 1 3 15, 1150 

NMR(d 6 -DMSO) £ "fit :1.22(3H.U=7.5Hz). 3.25(3H.s). 4.20{2H.q,J=7.5Hz). 
4.85(2H,s), 6.7-7.5(6H.m), 7.7-8.2(4H,m) 

is %nm 63 

No.63(l) 

• 5- (4- (2,4->'7^tD7xM-» - (3-^f^X^*ZJl/7x- 
ju) 7x/*v) $5Sfif^ 

20 IRdieaOcm 1 : 1730, 1315, 1155 

NMR(CIX:i,)-<Ml:1.25(3H,U=-r 

3.9-4.2(2H,m), 4.13(2H.q.J=7.5Hz), 6.6-7.2(6H,m). 7.6-8.2(4H.m) 
No.63(2) 

• 5- (6-vT/-6->^^^7°^;l/^^rv) -2-(2,4->'7Jl/tD7x 
IR(neaDcm-':2235, 1315. 1150 

NMR(CDC1 7 ) * 11:1. 1-2. l(14H,m). 3.06(3H,s), 3.8-4.2(2H,m). 6.6-7. l(6H,m), 7.6- 
8.2(4H,m) 
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5- (6-v7;-6->fJ^^'l't*v) -2- (2.4->'7)^D7i 
-4»-*f-*XJl'*x)U-l,l , -£7iX/U0.4(te £iittK2 ml, Bfc 
&4 mlS-t^TM ml <7>fS£$l t-*» 3 Braj0&fi«3**o Slc-iB^tt 

> :ft»if*=5 : 1] t»RL, Mfettfeflctl 0.39g tifciifcflllttft* 

1 NjMHt* b 'J t7 A 0.66ml U x*;i,x— r kX-fcft I fcfc, 
«ETU»ti*9*+*o l#<b*t^^|g!^t:x^;i,x-^;u^SDx., iMmitf* 

10 7- (3- (2.4->'7^o7x/#v) -4- (4-***** 

*i*7ii*) 7xMy) —2,2 + >8$ 0.30g h 'J 7 A 

IR(KBDcm-':3420. 1300, 1150 

NMR(d 6 -DMSO) S It :0.98(6H.s). 1.2-1.9(8H,m), 3.22(3H.s). 3.8-4.2(2H.m). 6.7- 
15 8.1(10H,m) 
Uttffll 65 

2 - t - > h - 4 *- > f-^ X^*x )l- l.i ■- t'7 x - ^ 
1.50g, 1 N^gHtf" h 'J ^A*»fR6.5mK * 8.5ml J3 J: >' 7 xX H - 

u>7 n 'j K 1.7lg <7)?&£-t>£ 2 WFlHlJin&aatS-^ioRI&iR^'ft***^ «t 
20 xf-;i/Of!3-$JKJjD;U 2 pHl.o tzpSU *flW«r*JR-t*o 

y^.^.^.^^ 

-Ttitf, ^feltS*) 4 - > h + v-4'->f)^^*-"'-2-7xM->- 1. 
1 if 7xx;u i.75g £f#&o 
25 IRfKBrJcm'iBOO. 1145 

NMR(d 6 -DMSO) SfiI:3.23(3H,s), 3.76(3H.s), 6.54(1 H.d,J=2.0Hz). 6.8-8.1(1 lH.m) 

%mm 66 

1.50g*ttfk^^^^ 15ml *#T, E*ft* 0.44ml *»T1- So 
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5 H-^-2-7x/ + ->- l,l'-lf7x-/u 1.34g 
IR(KBr)cm 1 :3425, 1300. 1145 

NMR(CDCI } ) <5 iI:3.05(3H,s), 5.20(lH,bs), 6.4-8. l(12H.m) 
Hi99 67 

4 -fc KD^>-4 , -^f^**-*-2-7i;#*>- l,l , -fc*7i~;w 
10 1.30g, 3 7 ft* V 7 A 0.70g, 6-^DD-l, 1 - *J * > f> - \ >; ;U 

0.73g iiOT* } ) 7 A 0.58g 80*C-C 6 * c 

7K7fci5«t O^KJ-f-;K7)rl^%i;j!nix., 2 pHl.O KIB&U 

is 77^- [i§S£ifc; F^x^:^if^=9 : l] tmRtnif, &fe*SB B B o 
4- (6 -->t/- 6 -^■?-;i'^7'f-;u^*->) - 4 ;ux/u*-=.H/- 2 - 

7 .x/ 1 , 1 '-If yx.-fr 1.36g £f#& 0 
IR(KBr)cm ':2230. 1310. 1150 

NMR(d 6 -DMSO)£<I:1.0-2.2(14H.m), 3.27(3H,s), 3.7-4.2(2H,m). 6.48(1 H.d.J=2.0Hz). 
20 6.7-8.1(1 lH,m) 

mmui 

4- (6-->T/-6-^-?-^^7*-7 t ;i't + ->) -4'-^^^^;u*-;u-2- 
7xMv-l,l *-kf7i-^0.50g, v ^*4r*> K5 ml, »'J 7 

A 0.02g J: V s 30%®&it*m 0.15ml Wfi^»<r 80t:T* 12 B#M*#Stf&o R 

M.KT Cjg& i" S o f# Ii>nta9tt«: ^V7*ntfiU7JU3 - H-Tl^il "f 

*Uf> fcfettfltfM- (6-*Jl"<*>f JU-6-*f- ^7f-JU**-» -4'- 
2-7xMv- 1.1 \£ 7 0.47g £*#£ 0 
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IR(KBr)cm':3455, 1655, 1300. 1150 

NMRtCDClj+DjO) 3 11:1.0-2. l(8H,m), 1.18<6H,s), 3.04(3H.s), 3.90(2H.t,J=7.5Hz). 
6.4-8. l(12H.m) 

%im 69 

5 4- (6— >7-/-6->fWf*t**» - 4 2 - 

7l ;+y- 1, 1 /U0.75g, i£5£&4 ml, ftK8 ml£J:U%8 ml 

io -f V^nif^i— r/b *Ltf % ftfe|g B H H07- (4- {4 - j**** * 
*^)b7x-M -3- (7iM-» 7iM"» -2,2 -it**^-?* > 

&0.56g£*#6 o 
IR(KBr)cm':1685, 1310, 1150 

NMR(CDC1,+D 2 0) «5<i:1.0-2.O(8H,m), 1.19(6H,s). 3.03(3H.s), 3.7-4. l(2H,m). 6.4- 
15 8.1(12H,m) 

mmm 70 

4 - ( 6 _.> 7 y-6-^f^Ayf)^ + v) - 4 '- * f;^^*-^ - 2 - 
7l ^y- 1. r-fcf7i-^ 0.50g. b Vr+WsTV K 1.04g fcJltf+v 

:ftjtxf*= l : l ] -cAUM-fitf, jifeflMttto o.60g *%z> 0 nhixtzito 

Wm* 1 NTk&ft^ h 'J 7 1.04ml X.+ )UJ-—T}lX-fcfrl 

^tltf s Mjh£g B <7) 4 • - * J- )V X )l> - 4 - (6-^f-^-6- (f- h^V- 
;U_ 5 ->f ;u) Ayf;^ + -» -2-7xM->- l.l'-tf7i-fl/0.42g * 

IR(KBr)cm" ' : 1 305 . 1 1 50 
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NMR(d 6 -DMSO) d fig :0.9-1.9(14H.m). 3.20(3H,s). 3.90(2H.U=7.5Hz). 

6.45(1 H,<U=2.0Hz), 6.7-8.1(1 lH,m) 

H*W71 

UMM 69 tfflffilZ L"C, 2- (2,4->'7^t07xM-» -4--**)l1- 
5 *-l,l'-^7xi*-5-*^#>tt«:ff*o 
nKKBr^an-'MttS 

NMR(d 6 -DMSO) S ^:2.53(3H.s), 6.8-8.l(l0H,m), l2.82(lH,bs) 
IOfefll72 

mmm 23 fcro«uLTiaT*>fl:*tt*#*. 

10 No.72(l) 

• 5- )V) -2- (2,4-y'7^tD7iM-» -4' 
- J-f-fr-f-*- l,l'-b'7i^f 

IROieatJcm'^lS, 1685 

NMR(CDCl,+D 2 0) 5 ^i:0.7-2.0(9H.m). 2.52(3H.s). 6.6-8.0(lOH,m) 
IS No.72(2) 

• 1- (4 - (2,4— >'7^tD7xy*y) - 3- (4-^fHt7x-;H 
IR(KBr)cm-':1735 

NMR(CDCU) <J fll :I.6-2.7(4H,m), 2.50(3H,s), 3.4-4.0(2H,m). 4.5-5.0( IH.m). 
20 8.81(lH.bs). 6.6-8.2(1 OH.m) 

Nor7-2(-3) 

• (4- (2,4->'7Jl'tn7x;^-» -3- (4-^f J^^t>-;i^7xc 

IR(KBr)cm':3410, 1740, 1655. 1300, 1150 
25 NMR^-DMSO) <5fit:3.28(3H.s), 3.70(3H,s). 3.9-4.4(2H,m), 6.8-8.4(10H.m). 8.9- 
9.3(1 H.m) 
No.72(4) 

. 2 - (2,4->'7)^D7xMv) -4 , ->-?-;ux;u*x;u-5-fc"^ , J 
j )i- 1.1 
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IRCKBiOcm-'iieSO, 1315, 1150 

NMR(d 6 -DMSO) 5lI:1.4-1.9(6H,m), 3.26(3H,s). 3.0-3 .7(4H,m). 6.7-8.3(1 OH.m) 

**fl 73 

%mm 15 fcHaU;LT5-T$ J- 2- (2,4->'7^t07x/#v) -4* 
5 -jlf-A'f-*- 1 , l'-lf7x — JU£f**o 
IR(neat)cm ':3455, 3370 

NMR(CDQ,) $ 1it:2.48(3H,s), 3.60(2H,bs), 6.4-7.8(1 OH.m) 
»fll74 

5-7^-2- (2,4-v'7i^D7xy + v) -4'->*-/U?-*- 1, 1'- 

io tr^i-^ l.oog Z)&itMTU> iomi u»»3-t*\ zk#T, h'ji-7-/u7$> 

0.49ml fc«tt>'->?n^>* >rt;i'*'r:;u?n7'f K 0.42ml £fli-fc!JD;i. |e]i££"C 

is te-fevft^J^O 5 --> ^ >^-^*^'+'-^7 r 5 / - 2 - (2.4->'7ii'ta 
7i^y) -4 , -^f^t-l.r-^7i-»P 1.20g £f#& 0 
IR(KBr)cm ':3290. 1655 

NMR(CDCI,+D,0) 5fS:1.5-2.3(8H,m), 2.3-3.0( lH.m). 2.47(3H.s). 6.6-7.8(10H.m) 

uttfli 75 

No:75(T) 

• 2- (2.4->'7)^n7x/^-» -4 , ->^^^ L ^-5-7'nkr^-^T 

IR(neat)cm ':3300. 1665 
25 NMR(CDC1,) o lit :1.01(3H,U=7.5Hz), 1.5-2. l(2H.m), 2.35(2H,U=7.5Hz). 

2.50(3H,s), 6.7-7.8(1 OH.m) 
No.75(2) 

. 5-h.J 7 J^D7-tf^7;y-2- (2,4->'7^tD7iMv) - 4' 
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IRaCBiOcnr'^SS, 1735. 1295. 1150 
NMR(CDCI,) 6 i&:3. 10(3H.s). 6.6-8.6( 1 1 H.m) 
H*fc$l76 

5-Tl / -2 - (2,4->'7Jl<tD7xy^y) - 4 * f-n,-f*- 1 , 1 

5 o.92g mit^^-^> 10ml i:v§8?$i*\ JMTF, l«'Jxf^7<> 

0.45ml £ «t n - 7+ A> * )l> * - IU * a 5 K 0.38ml * Jo £ , pJ£J5"C 2 B# 

si&fi^»***cinix» 2Njfttt-cpHi.o izn&L. Gmmzfr 

io 57^- :^if^=5 : 1] T-ffiSS-*-*uf, fcfetoi*^ 

05-^*7^*7 5 / - 2 - (2,4--/7^tn7zy + v) - 4"-^ 

1,1 '-fc* 7injP0.64g £f#* 0 
IR(neat)cm ':3255, 1375. 1150 

NMR(CDCI,) 8 fit :0.7-2.3(7H.m). 2.52(3H.s). 2.7-3.6(2H,m). 6.4(lH.bs). 6.6- 
15 7.7(10H,m) 

%mm 77 

HWJ 76 tm#l-LX2 - (2.4->'7^D7xMy) ~4'-^^^X;U 
* - n,- 5->f jl/XJ^-il/T; ^ - 1 , 1 *- tf 7 i - ;u 0 
IR(KBr)cm ':3265, 1325. 1295, 1150 
20 NMR(d 6 -DMSO) 5 <t:3.04(3H.s). 3.25(3H,s), 6.8-8.2(10H.m), 9.90(lH.s) 

HWJ-78 

5-->7y-2 - (2,4->'7HD7x^y) - 4 '- * f-JP* — ^- 1 , 
1 '-tf7i-JU l.OOg £*>U> 10ml C?£8?£-t*\ h 'J 7f^f /7> K 2.26g 

25 > ^ y 28ml J3 J: tT 1 N&Ift 20ml 1ST* 1 U *rffi Lfc« 

1"atfjtefe^B B H <7)2 - (2.4->'7HD7xMy) -4'-^f^X^*-ji, 
-5 - (f F77-)l'-5-'fi) - 1. 1 '-If 7 x-*0.74g o 
IR(KBr)cm':3395. 1300. 1140 
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NMR(d 6 -DMSO+D,0) $ f|:3.29(3H.s). 6.9-8.3(1 0H,m) 

mmm 79 

2 _ ( 2 , 4 - v 7 )V* o 7 i y * -» - 4 ^ f- * x jb*- 5 - (7- I- 7 V- 
;U- 5->f ;u) - 1, l'-t'7x-Jl' o.70g £x-7-JU 14ml J3 «£ tfgfc&.x-T- 7 
5 ml Izmt&Z-t. MT, S JTV* 9 > 0.69g Oi-x/W£ifc£aD;L*c> 1ST* 1 

(2,4-v7*tn7x/ + v) -4 '-^f- 5 - (l-^f-rt^- 
io r h7*/-;u-5-^^) - 1, 1 '-t*7x-;i/0.40g =H#*o 
IR(KBr)cm-':1310, 1155 

NMR(CDC1 3 ) £ H:3.09(3H,s), 4.4(3H.s), 6.6-8.4(1 0H,m) 
HJfeflUO 

(1) 5-v7;-2 - (2,4-/7Jl'tD7x;*i/) - 4 
15 1, 1 t*7i-;w i.oog /-^ 10ml 7k#T> £ft7k^ 

;y_ 2 - (2,4-y7Jl/tD7i/+v) - 4 *- ^ >U * R> + - ^ - 1 . 1 ' - 

h:'7x-;i/ l.l4g LTf#* 0 
20 (2) 5 /-2 - (2,4->'7HD7x/*'» -4'->-7->u 
XjU*— ;U--_l^l-^l^7_i-^^^ 

2.8 N^^IST^^ — y — JUv#ftt 8 ml £JJD;L, 24 B#fyjiJ[]&jsi/lS-t*\ $c 

25 £ «ETi:ig«*S*+*o 

tSik-ttltf, *feW5-7;->V-2- (2,4->'7K07xMv) - 
4'-^f-;ux;i/^;u- 1,1 '-tf7i-^ 0.30g 
IR(KBDcm-':3395, 1300, 1145 

NMR(d 6 -DMSO) £ fit:3.28(3H.s). 6.8-8.3(1 OH.m), 9.1-9.7(3H,m) 
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(1) g^^H^T, 60%&%iti- h 0.08g $tN.N->>^;u*;uat S 
K5 ml lzMx.i>o %htitzfem-W&X--Tu*:*i-)\, Y >; 7i;)^tX*--)i 
rn $ K0.80g ^)8$^:N,N-->Vf;^o^7 S K 10ml £ 10 flf^ItT 

5 ?STi-^o lB#|Si##L/:&, 2-*J^^-4'-^^ft-4--hn-i, 
l '-If 7x-;U0.50g.«-?§Jjf?^-^N.N- y^f;i/*;i/A7 S K5ml£ 15t:T- 
30 M^ttTigTi-^o SfciJI^fc^T* 1 B*Fa^ o^T* 50rT- 1 mWMt& L 
fcft, ^fcJlCmKif-^^S^^iDx., 2N^KT'pH5.0 UiBSU WtJI 

mi- mum \ ^*+> :nm^-^-^=6 : n t-ffiiH-*ui\ nfe&ji 

CO 2 — (2-7'Dtif-;V) -4'-^Ht-4--l>D-l,r-lf7x 
-;W0.10g £rf#£o 
lR(KBr)cin ':1515, 1340 
15 NMR(CDCI,) 8 1it:2.56(3H.s). 6.8-8. 5(9H,m) 

(2) a**HSKT, 4 -tfU *>*^ h VX-f-frl-y 0.17g. 2- 
f-iH-4'-^f^ft-4 - — ha— 1,1 •-t'7i-)l' 0.20g & <£ LK-r h v 
*X (MJ7x-^*X70)/«7V7i (0) 0.33g * * > U > 10ml USflX., 

20 /:%@ft^7A^7^77^- [vgitifc ; ^*-*f> : -7-^ = 10 : l ] 

v;i/) ir-/H - 1 . 1 '-fc'7x-;U0.10g *'&2>o 
IR(KBr)cm':1515, 1350 

NMRCCDCl,) d lt:2.57(3H.s). 6.9-9.0( 1 3H.m) 
25 H!fe0!l82 

IUfefll81 (2) tmm^ir^'-^^^^t-A hn-2- (2 - (f-7«/- 

;l/ _ 2 -/f;u) j-x-^) - 1. 1 '-t*7x-;ulrt#^o 

IR(KBr)cm"':1510, 1345 

NMR(CDCl,) £<I:2.52(3H,s)7.2-8.8(l lH.m) 
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Hffiffl 83 

2- + - 4 '- > 

4 — — h n— 1 , 1 '-lf7x^0.30g £ 1 NTk&ffc-f h } ) 7A7k}g&3 ml, >** 

*tfc*f0|Ji «t V t &mft&7k'?M%.tftfr&. &7kSfc& v ^ * *> 7 A $ 

Kd*->-/?oa*v )i>**c~» - 4'- ^^;ux;w + -;u- 4 h o- i . i • 
10 -If 7x-/H.l0g 

IR(KBr)cnr':3385. 1520, 1345. 1315. 1155 

NMR(d 6 -DMSO) S f|:0.8-2.6(8H,in), 3.30(3H,s). 3.0-3.8(lH,m). 4.2-4.9(lH,m). 7.5- 

8.2(7H.m) 

HJfcflJ 84 

15 2 - Ko#v-4'-/f J^^*-^-4-- hD-l,i*-t*7i-;l- 
l.OOg, 2 -J.f-;uf-^7*nMV-;U 0.50g J:^* h 'J 7x-WX7 < > 0.90g 

F7t Kn77> 10ml Uig»3-£4oRlDii£1&K 15*CT->^^;U 7* 
;U*'*v U- h 0.77g SriftTU M?ST'6 B$ra#1-2o f#<bn^Rl&ffi^%«r* 

20 1 NTKKib^" M 7 A TkiSifcfc «t tf&fO £ttrt-CHK*8fci*ft , *S*i5fc&-7 ^ * *✓ 

2- (2 - i^jUf-^yn^^r ->) -4 *->f-/U^Jl/*-^- 4 h o- i , 
1 ♦ - If 7 i - JK).33g £#&o 
25 IR(KBr)cm-':1520. 1345. 1310. 1150 

NMR(d 6 -DMSO) d M:0.8-1.S(6H.m). 2.2-2.8(3H,m). 3.26(3H,s). 4.22(2H.d.J=6.0Hz), 
7.6-8.2(7H.m) 

%wi 85 
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1 '-IfTi-fl'Srff&o 
IRCKBrJcm-'iieSS. 1525, 1350 

NMR(CDCI,) £lfi:2.57(3H,s),7.0-7.8(4H,m). 8.0-8.7(3H,m), 10.08(lH.s) 
(2) 2 -*>V$ 4 5 - ■=■ h ° - 1 , 1 ' - tT7x — JU 2.00g 

5 N,N-v^f^*^^7 5 K20ml i:?§)!IH,->7y >f P> h 'j 7x-;u^7, 
*9>2.20g*tD^.*« Rt&ftfcft* llO'C'tM B# 181 till &L/-?£, 
O«^»J:i0A, lN*M*?pH5.0 HHttU So ttfcftfcfftt 

io :#Kx?-^ = 5 : i] T'«ssi-nifllfe^ H ^o2 - (2->7;it; 

;|/) -4'->f-^f-5i- - 5- - h d- 1, 1 *- kf 7j.-)1 1.80g £f#£ 0 
IR(KBr)cm ':2220, 1520, 1350 

NMR(CDCU) S ft:2.60(3H,s), 5.5-6.2( 1 H.m), 7.0-8.5(8H,m)(E,ZMix) 
(3) W.m%m%.T. 2- (2->7;xf-)H -4'-^^^f-^t-5-- h 
15 n- 1 , 1 1.30g£ h V rm^Ty K 3.00g £ * > U > 13ml 

{IJDX., 6 B&Wlflffc ESil^l-^ ^y-JU 20ml iJ-t^'lNiaK 

20mi ttat. Sia - C20«-BHW*L^ft, **&J:cra»i*-fl'tf>iS£-ttuSnx.. 

K7^^v-)At^H, «STi:»«*9*t4. &htit2ft%VoZi}7 u 
20 ?D7K77^- [*§Siifc; :g^Ki'? L ;w = io: l] 

3tftj|£i?B^-4-'---^^^ 

-4)1) Jf-)H - l , 1 ' - ^"7 i-il^ 0.63g H#£o 
IR(KBr)cm l :3450, 1520, 1345 

NMR(d 6 -DMSCM-D ; 0) S fit:2.54(3H,s). 6.9-8.5(9H,m) 

25 %%m 86 

HWJ69 t|B|«tlLrJ3LTWfl:^ft*^4o 

No.86(l) 

. 4 _ (2- (4 - ,t-7-;u;uu*~/i'7 x^uu) -4--Fn7xM-» 
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DKKBDcm 1 :^, 1525, 1345. 1305, 1150 

NMRCdj-DMSO) S fil:3.26(3H.s), 7.1-7.4(3H.m). 7.8-8.6<8H.m) 

No.86(2) 

5 5-*^#>tt 

IR(KBr)cm':1705, 1300, 1150 

NMR(d 6 -DMSO) * ft:3.24(3H,s), 7.0-7.5(3H,m), 7.6-8.3(8H,m) 

mmm 87 

10 ^-5--fn-i,r-t'7x^;^i|4 0 
IR(KBr)cm':3390, 1520. 1350. 1300. 1145 

NMR(d 6 -DMSO) S ft:3.30(3H,s), 6.8-7.2(5H,m). 7.8-8.4(6H,m), 9.62( 1 H.s) 

UMM 88 

mMffi ii fclW-LT5-->Ty-2- ( l -^;u-2 v/o 
is v) - 4 '- * f-^x^* — 1 . 1 b*7i^;u£f#£ 0 
IR(KBr)cm-':2225, 1720. 1300. 1150 

NMR(CDCl,)5it:1.50(3H,d.J=6.8Hz), 2.13(3H.s). 313<3H,s), 4.87(IH. q, J=6.8Hz). 
6.90(1H. d. J=9.0Hz). 7.4-8.3(6H,m) 

1 

20 1 -7D^- 2-^DO-5--fD^/-t'/ I2.0gx 2,4-/7Hn7x;- 
^^Og-^-^'M^g^ 

2i$PaM*M£-£*o RI&iR#to***i:ilD;t» 2 Nttttt pHl.O t:MS 

25 *7i?D7^-77^- [*Ji«;^*^>:ftttx?-A'=20:l] T»«i-*ijjr, 
ife<Sft^)l-7*o*-2- (2.4-->'7^tn7iM-/) -5--hD^<> 
-t*> I4.3g 

16.^:103 — 104*C [i 
IRtfCBOcm-' : 1 5 1 0. 1 350. 1255 
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##012 

2- (2,4-v7JPtD7iM*»-4--l«n7-') > 27.0g «-jftfi(cK 110ml, 
* 66ml is J: 1 10ml ^rI^?§^C»Px.. 0-5 t"CSffi»-*- h »J »7 A 7.42g 

££tr*66ml&?££?«T-f*o RSarC 1 B$HJtt# Lfcfc, Rl£ili£to*||ftf8 
(I)17.9g. ^ft* h V -7 A 12.8g, 47%£ft*3t& 1 10ml & X V* 66ml <7)&£tfc* 

n*- 2 - (2,4 -y7*tn7xy *«» -4 - - h n^>-tf> 21.7g £|#& 0 
K.*:i03-i04r [x?y-;u] 

IRdCBrJcm" 1 : 1 530. 1 505. 1 350, 1 250 

##00 2 tl^CLX, 3c 5 a.fc.ttm5 bOfl:£ti£f#*o 
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«5 a 




X 












$Mt0|No. 


R 2 


R 3 


R 4 


3(1 ) 




N0 2 


H 


3(2) 


-Oh® 


H 


N0 2 


3(3) 




N0 2 


H 


3(4) 


-0-J&-F 


COCH3 


H 


3(5) 




CN 


H 


3(6) 




H 


CF 3 


3(7) 




COOCHj 


H 


3(8) 




H 


COCH, 
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£5 b 


*)0 










^R 4 






R 2 


R 3 


R 4 


3(9) 


-CV^-F 


H 


COOCH, 


3(10) 




N0 2 


H 


3(11) 


-C^>-F 


H 


CHO 


3(12) 


-C^KF 


CF 3 


H 


O \ l J f 




u 
n 




3(14) 




H 


CH 3 


3(15) 


-£©-F 


H 


CN 



m 5 a £ x 5 b (nit&moyrtiz&T^Tr.to 

No.3(l) 

fit 6:73 -74r [JL ?/-;U 1 

5 IR(KBr)cm 1 : 1 520, 1 340 
No.3(2) 

IR(neaDcm-': 1515.1 340,1 275 
No.3(3) 

10 B5^:119-120r o*y-n>] 
IR(KBr)cm' 1 : 1 520, 1 345 
No.3(4) 
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U.^:72 -73t: [i^y-^U] 
IR(KBr)cm':1680,1505 
No.3(5) 

5 IROCBiOcm-'^S.lSOS 
No.3(6) 

IROieaOcm 1 : 1510.1 325 

No.3(7) 
10 MfflVo 

DKneaDcm 1 : 1725.1505 
No.3(8) 

H£:59 -60t: [4 V^D tf^x-f >W] 
IR(KBr)cm-':1675.1500 
15 No.3(9) 

UtA^.s-ioor [ft^x*-^-^*-*;*' 

IR(KBr)cm':1710,1505 

No.3(10) 

Hl£:I32-133T: 
20 IRdCBiOcm'M 520.1 505. 1350 
Nor3(H) 

Ife£:63-65t: [x?y-;i/] 

IR(KBr)cnV 1 : 1 700, 1 505, 1 255 

No.3(12) 

25 

nKneaDcm-'rlSOS.USO 
No.3(13) 

IRlneat^m'ilSlO.aOS 
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No.3(14) 

IR(neat)cm 1505, 1490,1250 
No.3(15) 
5 8fc£:93-94 

ftMiti' h "J 7A0.36g Lfc*8» 24ml (12 -7D^- 5-* h#v7x 

i.50giJ Jicr^'Ti-^a- k-^a^o>; K2.34g fcJrax.. l u$HlftDfti8 

*o ft fcftfctfflMI J: tftefl*&*-C*UfcSfe*&, |*i»7y?. -> * a 

v- 2 -7i y *>^>-fc*> 2.10g 
IR(neat)cm ':1595.1490,1 170 
15 ##W 5 

##0!l4 fclBlfcULT, l-7D^-4-7il/tD-2-7x/+y^/-t'/?: 

ft*o 

IR(neat )cm 1 : 1 580. 1 490. 1210 
20 3'-^oD-4'--hn7-th7iy> 4.60g, 2 , 4 - *>'7 ;u * n 7 x y - >U 

sreog-^^y^Tk^*- 1 ^-^^^ 

Hi: So *»»**iLfcflL «ET(:»i*9*t4o ftfcftfcJSSfcfci* / - 
^-eSSSi-iilf, &*fef£Stf>3'- (2,4->'7^D7xMv) -4'- 
- hD7-tf7x; / 4.50g tftSo 

25 ».A:100-10lt: [X^y-/U] 

##W6 tra**ULT, fc6 0ffc£ttfcft*o 
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*6 




w 
id 




*M?0JNo. 


R' d 




R" 


7(1) 


-<>^-F 


C/V 


H 


7(2) 




CF 3 


H 


7(3) 




H 


-C-CH, 
O 


7(4) 




H 


CN 


7(5) 


-C^-F 


H 


CF 3 


7(6) 




H 


-CHO 


7(7) 


f 


H 


-COOCHy 


7(8) 




H 


CH 3 



|[6g) fl:^a<ofttttaTi:^fo 

7(i) »*.:ii6-ii7t: [x?y-;u] 

7(2) Jtfe?fi*ttt 

5 7(3) ifi^:94 - 95r [x*/-JU] 

7(4) ftj&W-iWC [x^y-;u] 

7(5) Hfeifltttt 

7(6) »£.:93-94X [x* 

7(7) Sfe*:88-89'C [x * / - 

10 7(8) Hferfcl^ 
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3'- (2.4 -/7^n7xM'» - 4'-- h °7-t l>7xy> 22.6g, 
22.6g H X VtiLltT J* 2.27g £x * / - ;u 360ml £ «fc If* 180ml 

x ? y - )l>X'm&gk+ tili* m&m&O 4 '- 7 S / - 3 '- ( 2 , 4 - v 7 ;U * o 
7xM-» 7-t h 7x/ > 18.5g £f#S 0 
Sl£:115.5-116.5'C [x^y-;P] 
##03 9 
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*7 








R* d 






9(1) 




CN 


H 


9(2) 






H 


9(3) 




H 


-C-CH, 
O 


9(4) 


-c£^-F 


H 


CN 


9(5) 




H 


CF 3 


9(6) 




COOCH3 


H 


9(7) 


-O^-F 


H 


-COOCHj 


9(8) 


-C^5>-F 


H 


CH 3 



No.9(l) Sfe.^:]l4-115'C [x*y-*] 

No.9(2) H£i&#$> 

no.9(3) Bu&in-iis'C [x?y-^] 

No.9(4) iili.a;:i02-i03'C [x?y-;i>] 

No.9(5) f!fe<ffri#KJ 

No.9(6) lt^:118-120X: [x ? y - * 

No.9(7) U^.^-gSt: [r^nifjU-f^] 

No.9(8) SuS^-eot: [^*-*>] 
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##09 10 

3- (2,4->'7;^n7i; + » - 4 - - h o ^ > •/ - h 'J ;u g.OOg £ fefifc 
&56ml, KK4()ml^J:t>'*4()ml<7)?S^i§SlUSDx., 130r-C 1 B$|yj«t#-t£ e 5 

5 tf*8tflfeBS*>3-(2,4 ->'7^D7x; + y)-4 h P^.&M8.1lg 

»£: 187- 188*0 [s-fS-fr] 
##00 11 

3- (2,4-/7^tD7xM-» -4 -- hn$J.#^ 4.00g, ->**f-;u«; 
10 & 1.88g & «t Tf&fcm&ii ] ) 7 A 2.06g *T-th> 40ml CflDx. » 1 BfBWAjt&f 

ifcltfefSfl*) 3 - (2.4-v'7Jl'tD7xMv) -4--hDi!ci*8[>f A 
!5 3.60g 

ittjS:79-8lt: [x?/-;U] 
##0!l 12 

2-7"n^-4--Fn7-'J> 6.00g X V 4 - * * )V T « J tf 'J > >0.12g 

__eJUr_hJ7L^JJLX5.02g_4i.?l-*-o- 

»jft:l30-l3ir 
##0!l 13 

lifi^Tt:2'-rD^-4'--hD7-t h7->; K 3.30g, 4 -7^t D 
25 7x-;^'J -/f-JU-f > 3.89g£ J: #7- h 7*X ( M 7xx;U**7 -f >) /<7 
•>'vA(0)0.44g 1 Ml>x> 33ml CfcD*., 2 B#HJD3fc$tfiEStf*o #UxTi:i§&£ 

*=3:1] T*ffi^1-^lf, Hfefe B H a<7)2'- (4-7^07xi)H -4'-x 
hnr-t hTx'J K3.05g =£r?#^>o 
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14 

2 , -(4-7)^n7x-)H-4 , --h°7-th7- , J K 3.00g £ fttttt 7.5mK 
* 7.5ml kZVFi?**-*'' 15mlO?S^?^J:iJDx.» 90t:T* 1 B# So JRJfc 

P H7.o cms u nm*&WL+&o tohtitzumifcts * w&aitVL*"cm*. 

-4 -- hDT-»; > 2.34g £?#£ 0 
IO a*:l40-l4lt: [3.9 h- h >) 

##« 15 

2 — 'OVW ^- 4 h D7- 1 ) > 3.00g 30mK f 

7 > 20ml & itf* 10ml 0>iR£»flEKjni;l, £Oi&ffiU*ifrT, Jfcfcffc**** 

h 'J * a o.9o g i 3ofrffix-frmmn-tz>o £fi? i ftWttttfc, RiEiR^tt«r* 
is ijJioWBIif-^wS^aclnix., l Nfi»T- P Hi.o CMS-*-*. 

irl x ^fcjitnaa^at^-cw^ijfe^tt* i****^*^ m 

ETCSitSitnif, m&i&mwi- ( ff -tFD + ^>viH -4- 
-t>D7-'J> 3.00g 
IR(neal)cnr' :3475.3380. 1 625, 1 505, 1 490 
20 ##$| 16 

2-~-f5^^^n-*~>v^^ 

9 mli5J:O^15ml<7)? H i ^?§^i;j!jnx.,0-5'CT-lE5gK^h »J * A i.00g 
0*5 ml»ifc*«T1-*o ra«lTCll$ntt#Lfcft. Rl&ft^fclMfcM (I ) 
2.30g, JUt* h 'J * A 1.60g, 47%*fb**» 15ml Ji J: 15ml OiS^M* 

25 ^0-5t:T'?®T-t-^o 25*CT-ll^BHtftft, ftKif-^-Cttffii-*. fthiitz 
WttV * 6 N£K, «t J&ttftfflfctNW&flfeiiM^ »7jc«fiK-7 v"7 A T* 
«ffTi:8it8it4. * 7A?n7f^7^- 

- 2 - (a - Ko*->^> - 4 h n^>-fc*> 2.40g £l#£ 0 
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IR(neat)cm- , :3420,1525,1345 
##0!ll7 

1 - U - fc Kn*v;t^>v;u) - 4 h n^>-tf> 3. 0 o g £ K 

ij 7^tnftK 6.0ml dt$fll$-t*\ MST h Uf;k>7> 4.7m! £ 20 #IBJ?« 

ft»if-^ = lO:l] Tfll«i-<tljr, *fe?Att2»tf> 2-^ 1 -7d*- 4 
10 b n/^>-lf> i.70g ^|#* 0 

IR(neat)cm': 1 525, 1 340. 1 030 
18 

1 -7*D€- 2 - U - Kn4rviU^>->*;b) - 4 h n^>-fcf> 5.00g £ h 

A,i>50mn;**s«, Mia-cm^z:Kfk-7>**>7.oog^»nx.» 2B3«l< 
15 0 ?f>c ^M~mt-7>if> 5.oog fcittmu raiaftr2i^iBia#i-*o 

kf;wx-x ^£&dx.* aflJt+tiiir, *tfe£ B B B ?)2 -^>-/-f 1 -yo^- 4 
-r. j. D^c>-t*> 3.90g 
ife^.:ii6.o-ii8.o c C [x?y-/u] 

20 ###J 19 

2— — (-2—4 — -y^-;kt-H^-xV-^H--i--^n->-r>7il^ 

7.00g £>*>*^+>&35ml lift]*., 90"CT-2B#P«g#E#1-*o 

lO%7KKfki" h 'J -7 Ajfcjgfc-C- P H9.0 CMIL, ftixf^Tftlflt 

25 *ETi:»«*9*t4, &hi\tz-%&®*-h7 A? a -7 h ^7 

[?g$&;^*^>:ffc&x^=3:l] X-mSH-ttlll. *tfe*Sfi<7>2- (2, 
4-->*7^tn7iMy) -4 I^OT-'J > 4.70g £|#& 0 
it*:120.0-121.0'C [x*y-/U] 
IR(KBr)cm ':3490.3355. 1 505. 1 295 
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20 

*#T, fe7fcl£$i 150ml II 2 - ( v * D ^ * v ^ * * > ) 7 - 'J > 1 5.0g frfflig 
JWt, raa«-Cl«FWtt»-r*o «ETi:*«t9iL, #<b*l*:«§»**i5 

ft^iifcM*!-^**^***, itUl'tiitf, 2*- (-> 

^D-r^y/U^y) 7-th7-'J K.l4.0g fcftio 
ffl!*:70-7l.5t: [>f 7 7*n *i~r 
IR(KBr)cm':3290,2935, 1 660, 1 525 
10 ##£9 21 

2'- (v? ;W**v) 7-fc hT-V K 12.0g £*S*ftS£ 120ml Cv£ft?$ 

it, 7X^T 70%fl£& 9.4ml £ 1 B#H|-e?aiT-f *„ PJfi*"C 1 B#H«#ffc» 
£tt£**i3J:aWKi?-*wia#!»titn;L. sttt**-fhU^A-CpH8.0 1-18 

9 ; f"^- 10:1 ] -CffilH-ftlf, ffelS B a B 02' 

-y?D^*y;U**y-4'-- h or-tr F7- 1 ) K(I)5.62g ii J: ITitfelSS W 
2*-y * o^*y;u**y- 5'-- h D7t h 7-'J K(II)5.30g 
<I)M.£.:93.5-95lC * / - 
20 <II)lfcj£:105.5-109r [x^y-IU] 

##«-22 

*ftffc* 'J * A 3.64g 4- /« * / - * 90ml Cv£P$-tf\ w^jgiSi: 2 '-*> ^ D^^f 
4 h D7-t b 7- 'J K 9.00g £ttl;L, 1 B$WtJll8&Sa£3-£*o 

25 ^*«M1 ***s «t r * •> •> £ Tfc* 

y ? o^*y;l/**y- 4 --hD7-V / 6.90g 
##0123 
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##01122 tmi-l'C. f feMW 2 - ■> ^ n ■> ;p t ^ •> - 5 - - hQ7 
x»J 

IR(neat)cm- , :3490,3385.2940,l 510J 340 
##00 24 

5 4- (2,4— >'7A'*D7x;*->) - 3 Y o^>X7^fK V 5.00g, x 
fl/^/'J^-^ 20ml, p- h H/X^T^* 0.38g £ HUx> 20ml (Ztn*.* 

iraam=3B#n#*&**frfc'7o riss^** teflon**-*- h 'J •> A*»at 

io Stfe*£ B s a?>4- (2,4-/7^to7xMv) — 3 — — h as<> XT iv-ft V 
xf-U>7-fc*-*'5.70g 
tt.*:66-«r [x*/-*] 
##09 25 

4- (2,4 - y'7**D7i y *v) - 3 -x h D^>X7il/ft Kif U>7 
15 -tr^-^5.50g £x? 80ml UjgH 5 > *7 ^ 0.25g 

i:i§«^it4. »^n/j»9*i:'rv^ , nkf^x--r^^tax., ttJR-rnjjr, 

ife»3-7;/-4 - (2,4->'7^D7iMv) ^>XT;Ur'tK 
x-f U>7-fc*-*'3.30g*f»*o 
20 ».$.:75.0-77.0lC [x*/-fc] 

NMR(GDGIy)— 5-(S:3T-5-4v3(6H.m)v5.73(-lH,s).6.6-7-.3(6H,m) 

##00 26 

3 _ 7 :y_4_ (2,4->'7J^07x/ + v) ^ > X 7 Jl/f t Kxf U > 7 
-t?-;H.00g 1.6mK * 2.4ml 4.0ml ^&£MUJD*.> 0 

25 - 5t:-C-l&^Kt- Y 'J ^ 0.24g 3.0ml *&?i££?8TU IWJimgT- 1 l$|BHft 

#T*o JRlE.»^»*llitfB(I)0.64g, ^ftth'J7A 0.46g, 47%*ft**K 5 
ml 10ml 0 - 5 °CV®T1rZ> 0 25VX' l MttttLtti, BfcK 
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UH7^D7F^7<- mm& ; ^ =20: 1 ] x-mm-r 

ftlf, i^HfeteS^ 3 -7D*-4 - (2,4->'7HD7xM-» -^>XT 
;l/ft K0.48g £t#So 
l!l!^:63.0-65.0 , C [i*/-*] 
5 27 

3'-7'n^-4'- (2,4 -•>'7)^D7i; + -» 7-fc hT-'j K 5.00g 
ft&50ml K»JB3-t»\ 70tTM& 1.09ml £»Tl-*o ft&BLV 1 B#IB!«#L/.: 

Hfe*S B B H ^5--7'o^-4-- (2,4-y'7«'*D7iMy) 
-t bT-V K2.80g £f#*o 
»*:159-I6lt: [x*/-/U] 
28 

I5 ##ffU2 trattl-LTfc I2«0{l:3-t)£?#£o 
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X12 





R V 


~y r3 














R 2 




R 4 


28(1) 


-o-O 


H 


CN 


28(2) 




H 


CF 3 


28(3) 




H 


CN 


28(4) 




H 


CF 3 


28(5) 




H 


CN 


28(6) 


-=^> 


H 


CF 3 


28(7) 


"OOF 


H 


CN 



a 12 (Dil&1to<r)to&iVlTii7rs-to 

No.28(l) 
IR(neat)cm 1 :2225 

— NMR(GDGIy)--5fl:lTl-2:4(-lGH;m);4r2^r7(-lH;m);678---7:9(3H;m) 

No.28(2) 
IR(neat)cm':1330 

NMR(CDC1,) 8 H: 1 .0-2.3( 1 0H,m),4.0-4.6( 1 H.m),6.7-7.2( 1 H,m).7.3-8.2(2H,m) 
No.28(3) 
IR(KBr)cm':2230 

NMR(CDC1,) S 11:6.7-7 .7(7H.m),7.8-8.0( 1 H.m) 
No.28(4) 
IR(neat)cm':1325 
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NMR(CDC1,) S {i:6.8-7.6(7H,m).7.8-8.0(lH.m) 

No.28(5) 
IRflCBiOcnV'^S 

NMR(CDCI,) S <t:6.6-6.9< 1 H.m),7. 1 -7.6<5H,m).7.8-8.0( 1 H,m) 

5 No.28(6) 

IR(neat)cm , :1500,1325 

NMR(CDC1,) 8 fi|:6.7-7.7(6H,in),7.90(lH,d.J=2Hz) 

No.28(7) 
IR(KBr)cm ':2230 

10 NMR(CDC1,) 8 {i:6.6-7.3(5H,m).7.5 1 (1 H.dd,J=2.8Hz).7.92( 1 H,d.J=2Hz) 
29 

l-7o^-2-^D-5-^hn^/-t'> 5.0Og teXV s 2-K Ko + y^'J 
v> 2.41g ^N,N-->'^f^*'^7^ K 35ml (~2JD;t» 5 - lOrt'* 'J •> i< teit 

_7^-> k 2.85 g ^»t4. 3 ^rB^n^jairL^^^fK. ** 

15 feitm^i^^WfS^l-Unx.. 2NilK-C' P H7.0 llflgL. WBt/f SrfrJfc-f 

c&siifr;^*^ :ft»x^«6 : 1] ■emm-ttiimm&g&o 1 

hn-2- ( 2 - ^>-t'> 2.80g tf#*o 

20 IR(KBr)cm':l5lO,l345 

NMR(CDCI^) — ^^-•(£:6:9-7T5(-3H^m)r7^6-8v3(3H^in),8.4-8.6(-lH,m) 

##^J 30 

No.30(1) 

25 i-7-n*-5-vT/-2- (2-tT'J •>'***'». 
IR(KBr)cm':2235 

NMR(CDC1,) 5 <t:6.9-8.3(7H.m) 
No.30(2) 



WO 96/26921 



122 



PCT/JP96/00499 



R(KBr)ciii- , :1505.1345 

NMR(CDC1 3 ) 6 tii:3.S 1 (3H.s),6.6-7.3(5H.m).7.9-8.2( 1 H.m).8.3-8.6( 1 H.m) 
No.30(3) 

5 IR(KBr)cm':2220.1515.1345 

NMR(CDC1,) S m :7.0.7.3(3H.m). 7.71(2H.d.J=9Hz). 8.2I(IH,dd.J=9,2Hz). 

8.57(lH,d,J=2Hz) 

##M 31 

«13 

R^n. R3 




31(6) 
31(7) 



10 



fc 13 oft^ttwftttSrjaTtc^i-o 

No.31(l) 

lR(KBr)cm':2235. 1 535. 1 360 
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NMR(CDCI0 8 fail. \ -2.4( 1 0H,m),4.3-5. 1 ( 1 H.m),7.0-8.5(3H,m) 
No.31(2) 

NMR(CDC1,) 8 It: 1 .2-2.3( 1 0H,m),4.3-4.9( 1 H,m).6.9-8.6(3H.m) 

No.31(3) 
5 fR(KBr)cn\ ] :2225A530A350 

NMR(CDC1,) 8 1£:6.9-7.9(7H.m),8.2-8.4( lH,m) 
No.31(4) 

IR(KBr)cm l :1540,1325 

NMRtCDCl,) 8 fil:6.9-7.9(7H.m).8. 1 -8.4( I H.m) 

10 No.31(5) 

IR(KBr)cm':2230. 1530. 1360 

NMR(CDCI,) *tt:6.9-7.1(lH,m),7.2-7.5(4H.m),7.6-7.9(lH.m).8.2-8.4(!H,m) 
No.31(6) 

IR(neat)ciTi ':1545.1325 
15 NMRfCDCl,) Sfit:6.8-8.0(6H.m),8.29(lH»s) 

No.31(7) 

IR(KBr)cm-':2235.1 530.1 350 

NMR(CDC1,) 8 fi|:6.9-7.4(5H.m).7.75(lH.dd.J=2.9Hz).8.25(lH.dJ=2Hz) 
32 

20 ###i8 tmm-itu 14 <n\\^m^%h 0 
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Si 4 


R 2 
H2N 


Cx 4 




##«No. 


R 2 


R 3 


R* 


32(1) 




H 


CN 


32(2) 




H 


CF, 


32(3) 


-°-0 


H 


CN 


32(4) 


-°-0 


H 


CF, 


32(5) 




H 


CN 


32(6) 


-0^3 


H 


CF, 


32(7) 


— O-^ ^ — F 


H 


CN 



£ 14 oft£*ofttt*jaTi:*-*- 0 

No.32(l) 

IR(KBr)cm ':3480,3375.2220 
5 NMR(CDCIj) 5 fit: 1 .0-2.3( 1 0H,m).4.0(2H.bs).4.2-4.6( 1 H,m),6.6-7.7(3H,m) 
_ No.32( 2) . 

IR(neai)cnT , :3485.3385 

NMR(CDCI-,) 8 tt: 1 . 1 -2.2( 10H,m).3.6-4.2(2H.m).4.0-4.5( 1 H,m),6.8-7.3(3H.m) 
No.32(3) 
10 IR(KBr)cnT , :3480.3380.2225 

NMR(CDCK) £fil:4.12(2H.bs).6.6-7.6(8H,m) 
No.32(4) 

IR(neat)cm':3490.3390.1340 

NMR(CDCI,) d fi:3.8-4.2(2H.m).6.8-7.6(8H.m) 



WO 96/26921 



125 



PCI7JP96/00499 



No.32(5) 

IR(KBr)cni- , :349a3365,2215 
NMR(CDC1 ? ) S fi|:4.20(2H.bs),6.5-7.9(7H.m) 
No.32(6) 
5 IR(neat)cm l :3490.3400 

NMR(CDCI ? ) S flt:4.10(2H.bs),6.6-7.5(7H,m) 
No.32(7) 

IR(KBr)cm ':3480,3380,2230 
NMR(CDCU) d ffi:4. 1 0(2H,bs),6.5-7.2(7H.m) 
10 33 

4 -7-D^^-f>X)K+-)^D7^ K lO.Og ^r*7K-r h 7 £ Kn77 > 50ml 
7M£T25%7> j e-T7k 8.00g £flD;i, f^iST* 30 fi\ ^iST* 24 B# 
P^#i"^o RCT^^Tlc^it^^^^OfS^llSDi., 2 N*!&T* P H2.0 

15 ft, fcTkfifcg-? ^ * v 7 A -CK* $ * » WET U ««E + * «, $ <b ft 
!foi;>f V7*nt?*x— rJUfcflOx.. i«JR1"tL(f, 4 - T 5 y * n>* - 

J -7-n^>"t'> 7.93g £f#&o 
IR(neat) cm';3330,3240.1 330,1 150 
NMR(d 6 -DMSO) S fI:7.44(2H,bs).7.68(4H.m) 

20 ##« 34 

##«-33-fe-Rtt-tt--e 

(N- /f-i^T I S XJU + xflO ^>-fc'>$M#&o 
IR(neat)cm-';3295.1325,1165 
##0fl 35 

25 Mm#ffl^T, 4-r^^;^t^^-i-rD^^>-t'>o.50g, ^F'Jrf 

4.85ml £ J: t^-f (MJ 7x^***7 <f >) A'r/^ (0)0.04g 

10ml tZtJQx.. Ml^WttIfiftSS£$**o *fc»fc«*Lfc&, WETU 

im * o » ^> *L H7A?07^'77<- ; * 

5 : 1] tSHt^lfe»4-7;^U-Jl'7x 
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h »J ~7+W> 0.52g £f#£ 0 
IR(neat) cm';3345.3270. 1 340. 1 1 65 
##£0 36 

##00 35 trattiar 

IR(neat) cm';3295,1325.1 165 

NMRfCDCl,) 8 flt:0.6-l .9(27H.m),2.65(3H.d.J=5.5Hz),4.4-4.9( lH,m).7.4-8.0(4H.m) 
37 

UMM 38 tTOUL-CJ^T^fk^^^^o 
No.37(l) 

■ 2- (4-7n*-3- (2,4 -->'7Jl/tD7xy 7x-;u) g^x-f 
;u 

IROieaOcm'.mS 

NMR(CDCI0 S m :1.20(3H.U=7.5Hz), 3.49(2H,s). 4.12(2H.q.J=7.5Hz). 6.7- 

7.7(6H,m) 

No.37(2) 

• 2- (3-ro^- 4 - (2,4-v7)^D7x/ + -» 7i^JH StE&x^ 
IR(neat)cm ':1735 

NMR(CDCI 1 )5<i:1.26(3H.U=7.5Hz),3.55(2H.s),4.17(2H,q.J=7.5Hz).6.6-7.7(6H,m) 
No.37(3) 

• 4- (3-7-D^-4- (2,4-/7I^D7xMy) 7x-JU) BS&i^ 

iRtneatjcm^ms 

NMR(CDC1,) 8 fig :1.26(3H.U=7.5Hz), 1.7-2.8(6H,m), 4.15(2H,q.J=7.5Hz).6.6- 
7.6(6H.m) 
38 

HM40 tra«{:LTJaT^t^«9*»* 0 
No.38(l) 
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• 2 - (3-7M-4- (2,4->"7;i't07iM-» 7i-)M 

NMR(CDCI,) 5 fl :1.23(3H,tJ=7.5Hz).1.6-4.1(3H.m).4.22(2H.qJ=7.5Hz).6.6- 
7.7(6H,m) 
5 IR(neat)cm l :3425,I735 
No.38(2) 

- 2- (4-7*0^-3- (2,4-/7HD7xy*-» 7x-^) - 3 - 1: 
K o * v 7 n fc" * > & x f- ;u 
39 

10 HWJ41 tmmz LX&TV it£® £'&Z>o 
No.39(1) 

• 2- (3-7*d^-4 - (2,4-/7Hn7iy*'» 7i^)H 7 ? 'J ;w 

NMR(CDCI,) 5 <i: 1 .29(3H,t,J=7.5Hz),4.23(2H,q,J=7.5Hz).6.8-7.8(7H.m) 
15 IRineatyzn'MlS 
No.39(2) 

•2- (4~7'0^-3- (2,4-->'7^tn7xy^-» 7z.-)l) T?>))ls 
##150 40 

20 H»J42 tTOULTJaTOft^^lf'&o 

No ; 4G(-l) 

. j_ (3-7-Dt-4 - (2,4--/7J^07iyt-/) 7i-;U) ->?D7* 

I^neaDcrn'rHlS 

25 NMR(CDCI,) 8 fl :1.18(3H.t,J=7.5Hz). 1.0-1. 8(4H.m).4.10(2H,q.J=7.5Hz).6.6- 
7.7(6H,m) 
No.40(2) 

. !_ ( 4 _y n ^-3- (2.4-/7*ta7x/*-» 7ix;b) v?D7" 
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IR(neal)cm' , :1720 

NMR(CDCI,) $ U :1.13(3H,U=7.5Hz). 0.95-1.35(2H,m), 1.35-1.70(2H.m), 
4.08(2H,q.J=7.5Hz), 6.7-7.7(6H.m) 
##09 41 

5 H^43 tmm^l-C 1 - (3-7*Dt-4 - (2,4-/7Jl'tD7x; + -» 
IR(neat)cin'':1720 

NMR(CDC1 3 ) (5 fig :1.15(3H,U=7.5Hz). 1.6-2.2(6H.m), 2.3-2.9(2H.m). 
4.09(2H,q,J=7.5Hz), 6.6-7.7(6H,m) 
10 42 

No.42(l) 

• 3- (3-7'n^-4- (2,4-y*7^tD7xy+-» 7hjK 7*nft 

15 IR(neat)cm ':1710 

NMR(CDCl : ,+DjO) 8 11:2.4-3. 1 (4H.m).6.4-7.9(6H.m) 
No.42(2) 

• 3-7*ot-4 - (2.4-y'7;PtD7x^-» 
IROCBOcin' 1 :]^ 

20 NMRCCDCU+D^O) 5 H:6.6-7.4(4H.m),7.95( 1 H,dd,J=2,8Hz).8.40( 1 H.d.J=2Hz) 

No.42(3) — 

• 4-7D^-3- (2,4->'7^tD7iM-/) 
IR(KBr)cm':1690 

NMR(CDC1,+D : 0) S fit:6.8-7.9(6H,m) 
25 ###J43 

•>'Xf Jkt^.t;KKif^ 4.2ml ^Th7t KD7 5 >40ml Uj£j$£-t*\ tK^ 

TfcMitt b *) *J A 0.85g £*JD;L, ov»ff F7kKD7 7> 20ml C 

1 -7*D*- 2 - (2.4 ->'7**D7x - 5 - ;l^>-t?> 6.00g 
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Hals 2N£8rC P H1.0 UWISL, *««<:fl'JR+*. »fcftfc*tt****5 J: 

B B B W 3 - (3-rot-4- (2 1 4-/7fl-tD7xyty) 7i^)H 7 ? U 
5 ;^xf ju £ 5.00g £ f# £ 0 
IR(neaOcnr':17IO 

NMR(CDCI,) $ fl: 1 .33(3H,U=7.5Hz).4.23(2H.q,J=7.5Hz).6. 1 -7.9(8H,m) 
##0fl44 

3- (3-70^-4- (2.4->'7^tD7iMy) 7i^^) 7 ? 'J 
10 if-;U5.00g ^N,N-->'^^^*il/AT < K50ml Ui&tfPS*, 5%'*J*s*>J*- 
jfe«1.00g<rJDA, HTffl» tET, ***i*7\ 4B#M##1-*o *»tt*«*U 

^**> :ft»xf-^=io: l] -ett«+*itf, &ferdrt*%o3- (3-7*d^ 

-4- (2,4->'7Jbtn7xMv) 7x-)H ~fu >fj&j-^f-)i 4.00g £■ 
15 f#£ 0 

IR(neat)cm ':1735 

NMR(CDC),) 5 fit :1.23(3H,U=7.5Hz).2.4-3.1(4H.m).4.13(2H.q.J=7.5Hz),6.6- 

7.9(6H,m) 

##W 45 

20 1 -rn^E- 2 5 h n^c>-t*> 3.00g, N-rn^nyx^K 3.20g 

25 - h n^o-t > 4.00g £f#£o 

NMR(CDCU) <5 ft:4.65(2H,s),7.0-8.5(3H.m) 
##fl|46 

1 2 -7*ot iV- 5 h o^>-t*> 4.00g £ h )U-> 30ml Ujg 

IBS*, oufh 'J7i-^.tX7 4 > 3.30g fcififlOU 60 < CT-2B#Fb1^.$*<5> s 
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- h w*y*jA, Y »;-7x-**x#i»>Arn * K2.00g 
mOCBr^m-': 1525.1 345 
47 

5 1 -7D€- 2 -yot 5 - - h o^>-fc? > 6.8g fcN.N- >'> -^;U * 

;UAT 5 K 35ml WCjtojcftK* V A 4.50g ^r»D^, lOOT? 1 B# 

P H5.0 KffifSU *«W«r7>JRi-4 0 #f>ii^*1HJi**iJ J: trftftftiS*-CHR^ 

•Cffl$li1-tL(f, iTfelS B B H 60 2 -T-t h*->* 1 -7d^- 5 - - h n^c> 
IR(KBr)cm l :1740, 1525. 1345 

NMR(CDCI,) S m : 2.18(3H,s). 5.30(2H.s). 7.64(IH.d.J=8.0Hz), 

15 8.20(1 H,dd.J=8.0Hz.J=2.0Hz), 8.44(1 H.d,J=2.0Hz) 
48 

1 -7"d«- 2 - 7-fc h + f-Jb - 5 h D^c>^f> 4.50g Stx?/-^ 
22.5ml t;»»S-t4o 7Xi^Tt: 1 N*»ffc* h 'J * A*»iR* 18ml Anl, gfflT 

ftgVMZ n-^*-*t>Zmz.> WtL+ tills 1 -7"n^-2 - Kn* 

•>.*?-n>- 5-- ho^>-tf> 3.40g £f#£ 0 
IR(KBr)cm l :3260J530.1 345 
25 NMR(CDC1,) o fil :2.40(lH,s), 4.84(2H,s), 7.8l(lH.d.J=8.0Hz). 

8.24(1 H.dd,J=8.0Hz.J=2.0Hz). 8.43(1 H.d.J=2.0Hz) 
49 

1 -7*Dt- 2 - KD^->>f;i/ - 5 -- h n^>-t*> 3.30g & MUx> 50ml 
U*»*^&o SfiT\ *»-»ifc-7>^> 3.70g£jQ;U »L<*#-f* 0 3 B# 
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»ET ll^/MU'f vynf,u-f . 

> 2.80g £f#&o 

iROCBr^-'MeQo.^s.nso 

NMR(CDCK) S fit :8.14<lH.d,J=8.0Hz). 8.38<lH,dd.l^8.0HzJ=2.0Hz). 
8.57(1 H,dJ=2-0Hz), 10.48(lH,s) 
##00 50 

a**H*T\ 60%**ffc^H , J , >^O-20g*N,N-vVf-^*^AT5 K 10ml 

5 K 2.90g fc£trN,N- *i»T 5 K 15ml it? tfc£iST L RISK"? 30 
#W«#1-*o Rl&ft^fcK'f V-3f>7;Vfli K0.50g SrJra*., 80t?2B#W 

*fett*«>3-7n*-4- (2- (4-tf'Jv*> -Fda 

>-t*> 0.15g 
IR(KBr)cm l :1520.1350 

NMR(CDCI,) 5m:6.7-7.3(5H.m).8.0(lH.dd,J=8.0Hz.J=2.OHz),8.3-8.8(3H,m) 

##-1?IJ-51 

2-t Kn*v-4 hnT-'J > 5.00g iWiXSk 10mU * 15ml tolXftm 
25ml 0 -5r«»lt YW* 2.70g **tr**« 10ml * 

ttTfSc «t-mMfH/:^ RiEft^**6-5T;-e*fkiB6.00g, 41 
ffc+ h >J * A 4.30g,47%*fk**«25ml ii J:lf*50ml OjR^»t:*T1- *.25r 
■em«*ffL^:ft. ft*******.. 

■ fr-io: i] -cflHS+W* ftfe«ft*> 
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IRtfCBOcm 1 :3460, 1 5 1 0. 1 345 

NMR(CDCI,) S 1i:6.0(]H.s),7.5-8.2(3H,m) 

##09 52 

KD4v-4--hDA>f> 3 .30g £ «t tf3 ;b 
**vv?D/\*^y-;M.0Og fcjfefc-f h^fc KD7v>30ml 
MimT\ ^ 'J7xi**X7^ > 4.00g SrflDX.. ^'T-y'Xf^T/y^^,^^ 

2.00g^* o 

IR(KBr)cm ': 1 7 1 5. 1 525, 1 350 

NMR(CDCI,) * ffi: 1 .3-2.8(8H.m),4.2-4.8(l H.m),4.8-5.4( 1 H,m).7.2-8.5(8H.m) 
53 

1 "7D^-2-t KDJry-4-- h D 4f > I0 . O g fcfiffc > b > 10m | 11 

•<&M*-£2>o RlL«iR^tti;*?tT, h 'Jif*7 ^ > 5.00g £jtJD;L, o o 

>f;i/>f;i,x-f^ 4.00g «■ $ tr&ft > f - U > 10ml £ |sj fift-c 2 0 #£1 rtW t 

@%i:-r vyutf^jL-^/b^jtaA, «JR1-*ilf, fTfei£ H B H <7>l - 

> h*->>^;U:*-*>- 4 -- h o^>-t'> 9.70g 

IR(KBr)cm':l520.l345 

NMR(CDCI,) £ M:3.55(3H,s).5.36(2H.s).7.5-8.3(3H.m) 
#%0!l54 

1 -7n^-2 - (2.4-->'7^^-D7x>'4r->)-5->h*->^>^> ]5.0g 
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«r^fb^f-l^> 150ml KiD*., **T, =* ft * 4.95ml *»T U 30#TO 
S£?-«ttlt1-4o ***t:J)llx., *ftt*£#ttf*o f# 

4- (2,4->'7**D7i/*'» 7i/-;W I4.3g £t#& 0 
IR(neal)cm' l :3375 

NMR(CDCl ? ) 5 1i:6.47( 1 H.bs).6.6-7.5(6H.m) 
55 

l0 3-^0^-4- (2,4-/7Hn7i^-» 7 i ^ - >u 14.5g £i «t VF h V 
i-^;i,T< > 7.39ml ^mt^^^> 150ml *^TML, /9>X 

;W*^*,?n'J K 4.10ml £#jT-f*o l BtM«# LfcflL *Mci:tJD 

if- A/ =3 : 1] "CfflHi-tLlf, 4tfeffrK1*tf)l--7n*-2- (2.4-v7iU 
tD7iM"» -5-^ •✓^***>^>-fc*> 17.7g ^r?#^o 
IR(neaDcm': 1375.11 60 

NMR(CDCI,) o fS:3.16(3H.sh6.4-7.7(6H.m) 
20 56 

2^7lnje^5_^^)i^J^7_^ZjrJk8.20gJ^ 

flS^f-U:" 80ml i:»JBS-ti\*#T\ * *>X**-Jl>?n'J K 3.44ml fcffiT*- 

25 Kvy^y7AteSH, «ETi:^««:a*i-So 

v'O-t* > lO.Og £t#&o 
IR(KBr)cnV':1380. 1185 

NMR(CDCI,) 5 i\k :3.24(3H,s). 3.8(3H,s). 6.76(lH.dd.J=9.0Hz.J=2.0Hz), 
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7.02(1 H,d.J=2.0Hz), 7.50(1 H.d.J=9.0Hz) 
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1. -tt* 




L<iitS^£tt"C^Ti«fci>7S yg£ ; R 2 (i, ii^itutU^? 
- Z-R 5 

io >K y^nT^H, 7'J-JK 7>U7**JU*fcti1I*3Ra:2£fc : Zti, 

; R J (i. |i|--ifcl±*&oT, ^nr>^, vTV 

7->'K&, -Fa|, fl&KSftT^Tt J:t»7 5 ^i, Rlf **lT^T<> J: 

•>*^#- /-jliSJft^nTv^Tt «fcv>7;i/*;K 7)uy-JK 7^3^->, 
7;u^;wf-t, 7^^;ux;i/7 < 7;u^^^;u^-^u, r^^H'^^* — 

20 y. **-*n % 7^ n*->**->j- 'J iu, 7 n^n 'J ^7< y, gJESS^f- 

2. R ftiR7^*^i/jti7* y3&-c*4»*olEBBi i:f£f)c<7)kr7x-^ 
25 Kjgfti^li-f-wfflc 
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4. R -test 
-Z-R 5 

T»T***i,i< lifts**** ; zmu ft**?. 

2 £ Ji 3 Cl£«cO \£-7*.- ;H8&& £ ti 

5. R'^i^R'^-i^tiH^oT, **«!^ Any>^, -> 7 yi ( 

7>H7*v x *;wN'*>f;K 7 ;i/+;i/7 < y L < Ii7 •> ^ 7 <y it^^Il* 
O&B l ~ 4 <7)t>-rtL^i:ie«o if 7 x i/M»*fc* fc»i*tf>8L 

6. R 2 t5^ HR* 
-Z-R 5 

C Etta kf 7 x - ROM* i (i * <75 jtl G 

7. R^*«t^R 4 ^f5j-i/j(i^^o-C, Any/^f, v7/g, 
T<> j:v>7;P + ;b^T*^IS^<7)|eHl - 4 £«t #6 0)1*1* *ia»i:£H0>lf 7 x 

8. R H\ 
-Z-R f 

£;Zii, KSE^fc^l-o ) T-^t»$<x^>^^ ; R 5 is j: ctr 'ffi-j 
J^T-t&SttT^T J:v»7^*A/S"C*-S»*W|EHl , 2 £ «t #3 Ov^-f 
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1 0. 4'-T5>'X/U*-;l'-5-vT>'-2-7xy'4rV-l.l'-lf7i- 
T 1" * C 0 X - 2 gftftiBSftJo 

1 4. If^faBl - 1 O»v»-rii*»l-ffiffcoif 7i-^» j£ft££ii-?-<7)t&£ 

taet L-CtttiCOX - 2 jgJRWffl£*J LT<7)fUfflo 

1 5. B3fc*>l6H 1 ~ 1 OWv»r*ia»t-Etttttf 7 fcli-?-*)*!* 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP96/00499 



A. CLASSIFICATION OF SUBJECT MATTER Int. CI 6 C07C317/44 317/22 ^M/oa ' 

According 10 International Patent Classification (IPC) or to both national classification and IPC 



B. FIELDS SEARCHED 



Minimum documentation searched (classification system followed by classification symbols) I nt Cl6 rn7r , n/>(>1 " 
317/22 317/24, 317/44, 323/09, 323/18 , 323/2^* 3M/31 323/62 
A61K31/10, 31/11, 31/12, 31/165, 31/235, 31/275 J "' 31 ' 323/62 < 



Documeoutioo searched other ihio minimum documentation 10 Ihe 



extern thai such documents are included in the fields searched 



Electronic dau base consulted duriog the international search 
CAS ONLINE 



(name of dau base and. where practicable, search terms used) 



C DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



JP, 4-154737, A (Otsuka Pharmaceutical Co. 
Ltd . ) , ' 

May 27, 1992 (27. 05. 92) 

& EP, 382213, A & US, 5053548, A 

JP, 5-501266, A (United Kingdom), 
March 11, 1993 (11. 03. 93) 
& EP, 486646, A & US, 5352381, A 
& US, 5498366, A 

JP, 3-503771, A (Merck Patent GmbH.), 

August 22, 1991 (22. 08. 91) 

& EP, 429558, A & US, 5496499, A 



Relevant to claim No. 



1-15 



1 - 10 



1 - 10 



I I Further documents are listed in the 



continuation of Box C. 



□ 



See patent family annex. 



Special categories of cited documents: 

"A" document defining ibc general sure of tbe an which is not considered 
lo be of particular relevance 

"E" earlier document but published oo or after the international filing date 

"L" document which may throw doubts on priority cUim<s) or which is 

cited to establish the publication date of another citation or other 

special reason (as specified) 

"O" document referring to an oral disclosure, use, exhibition or other 
means 

"P" document pu Wished prior to the international f iling date but later than 
the priority due claimed 



T" later document published after tbe ioternauonaj filing date or pnority 
date sad not 10 conflict w.b ibc application but cited io undenuod 
the principle or theory underlying the invention 

"X" document of particular relevance; tbe claimed invention caonoi be 
considered novel or cannot be considered to involve an mveotive 
step when the document is taken alone 

•*Y" document of particular relevance: the claimed invention can aw be 
considered to involve an i oven live sup when the document is 

combioedwitboneornioreotbersucbdocuinenis f such combination 
being obvious to a person skilled in the art 

"A" document member of the same patent family 



Date of the actual completion of the international search 
May 28, 1996 {28. 05. 96) 



Name and mailing address of the \SAJ 

Japanese Patent Office 

Facsimile No. 



Form PCI71SA/210 (second sheet) (July 1992) 



Date of mailing of the international search report 

June 11, 1996 (11. 06. 96) 



Authorized officer 



Telephone No. 



< 



SBtU!BS# PCT/JP96/00499 



a. maKtztmoftm (srm$##« c i p o ) 

Int. C 1 ' C 0 7 C 3 1 7/4 4. 3 1 7/2 2. 3 1 7/2 4, 3 1 7/4 4, 3 2 3/0 9. 3 2 3/1 
323/22. 323/31. 323/62, A61K31/10. 31/11. 31/12. 31/165 
31/23 5. 31 /2 75 



aS*fTofc*/NHHH (SBSft##» (IPO) 

Int. Cl'C07C317/44. 317/22. 317/24, 317/44. 323/09, 323/18. 
3 2 3 /2 2. 3 2 3 /3 1 . 323/62, A61K31/10. 31/11. 31/12, 31/165. 
3 1 /2 3 5. 3 1 /2 7 5 



CAS ONLINE 



SlffiXitt© 



I»*©Cffl©g# 



J P. 4 - 1 5 4 7 3 7, A (*««8H*3*£tt) 27. 5 £. 1 9 9 2 ( 2 7/ 0 
5. 9 2) 

&EP. 382213, A&US. 5053548. A 

J P. 5-501266. A. (4¥')*m) 11. 3M. 1993 (11. 03 
9 3) 

&EP. 486646, A&US. 5352381, A&US. 5498366, A 

J P. 3 — 503771. A {/A?? '<-r>b y^?;^•/t7^ ;7h 
U>9j-Jl> '*yy>y) 2 2. 8fl. 1 9 9 1 (2 2. 0 8. 9 1 ) 
&EP. 429558, A&US. 5496499. A 



1-15 



1-10 



1-10 



_L 



□ C«ffl«SKt>XiSIWW*nTl>*« 



* SlfflXiKOA-r:*'.)- 

TEj ft'ttXittTtt****, SR51ilfiiBE<«lc^asn/:t> 
© 

|"l j ft5fc*±«KS«*«jg*sxittX(itt©xtt©£fT 

Xitt (S&fcftf) 
roj □sl(ci.5H^> <£ffl> S/Wc^KtSXitt 
rpj SRtfjlSSBBuTN fro «£*©£«©£« tttStiJSS 



TTj BBfflHBXtt«ftB'tftlc£*;*tt*:XttT*>oT 

*©giB©fc>&KSiBj-f * t>© 
rxj ttKMawfc.sXtt'Cfco-c, SKX«©*T56W 
©*r «ttxi*as#tt*<tt i. » t * n * *> © 

J: oTitt^ttA<ttl.» t^i ZtlZ t>© 
r&j 0-/<f>h7r J »;-Xitt 



BtSSiE^TL^B 

2 8. 0 5. 9 6 



s£a£*8&©%£B .11.06-96 



SRasttw©«tMfcc;*Tjfc 

B*Sfc9f/r (I SA/J P) 

ityfi&t i o o 



ft*F/r*2Et (*«©**«*) 



4H 



7 10 6 



03-3581-1101 ft* 3445 



flKPCT/ I SA/2 1 0 &2'<-s) (1 9 9 2f Tfl) 



